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mm*) wmm 

A4-X-hB4-Y-f-D x 0) 





X :^-NR 1 -CR 2 R 3 -3t{i^-CR 4 R 5 -NR 6 -T^$tl^S, 

R 1 , R 6 :HU OH, i&m7)l*M &B.7 )l*r}l-0-XiZ&ffi.7 )l*)l-C 

SioWV (=0) ^§r^1-^>, 

^t^A-^jt^-^te-y^gt — — 

[ft 2] 
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Y : C\ S, CO, CS, S0 2 XIJSO, 

Ut3] 
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(Br or I) 




OH 0 
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Re 
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OH 
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CI 


3-Cl 


4-0-(l-Cl-2-Naph) 
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3-Cl 


4-0-(2-Cl-l-Naph) 
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CI 


5-Cl 


2-0-(l-Br-2-Naph) 


OH 


Br 


Br 


5-Cl 


2-0-(2-Cl-l-Naph) 


OH 
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3-Cl 


4-CO-(4-Cl-Ph) 
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3-Cl 


4-0-{l-Cl-2-Naph) 


OH 
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CI 


3-Cl 


4-0-(4-a-l-Naph) 


OH 
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CI 


5-Cl 


2-O-Ph 


OH 
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- " "4-Cl " - 


3-CR4-Cl-l-Naph) 


OH 
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2-0-(2-iPr-5-Me-Ph) 


OH 


Br 


CI 


4-Cl 


3-CO-Ph 


OH 
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4-Cl 


3-CO-(4-Me-Ph) 


OH 
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I 


4-Cl 
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OH 


Br 


Br 
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s ti * % & t * s eh. 

[ft 8] 




d' ) 



A : fi&g£^LT^T*;«J:^7y -;K fi^Sfc^LT V*T% J: V^7^;^3f;l/ 

X : ^-NR 1 -CR 2 R 3 -X«^-CR 4 R 5 -NR 6 -T^$tl-5S> 

R 1 , R 6 :H, OH, fflRTfr*^ M7;i/^b-0-XI«7;^;i/-C 

5 ffilE#¥ 10-3090637 



9-279093 



*owy (=o) m^j&m-z. 

(5£4», A 2 &g$«£;£LT^T&<fcVN^>1?>^£, R 21 &tfR 31 &R 

Y O, S, CO, CS, S0 2 XttSC\ 

Xtt, B£Y£D#-ft£& l J:i£ 




[00 0 1] 
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ft # ;i/ A ^ > * ;b Ifi § #j £ K -r 5 , 

[0 0 0 2] 

Ca 2+ ) ©MiHtjWai&ftT^<&. ^M^^M^lCStl-fMWCa 2+ « 
fc&*lTV>5nifedipine*©R*ftft#ttCa 2H >^>*;1/ (J^TVOCCil 

O C C##© C a 2 + «LMS###fi-r <5 3 £ tfat^S ftT V*fc. 
[0 0 0 3] 

Hot h^ttra^ j f>u>A«{cfev\T, c a 2 + x hrftmz&^Tmm 

3ft£Ca 2+ lC^|Rl$Mj^»£©Ca 2 + »Aajrrfc*> 5 Aifc 

(Ca 2+ release activated Ca 2+ channel ; J£*T 
CRACCilBSiat-5 ; A* h 7ft#tt*-«/^9 A?-* > * /!/ (store-d 

ependent Ca 2+ channel) £ %#tfftS) MS£bTV*5. 3£lC 

. ffiffiWJIS^U^/^ttlimffitCtt^gffiTfeS^ffe^tTVxS (Pflugers 
Arch., 430, P315-22 (1995)) 0 CRACCttBE^M, U>A°«, 7^hD 
1M h (J. Biol. Chem., 270, p29-32 (1995)) ^ift^TO^MC 

# — #^-6^-#^-ft-T^j^^-^-^ 

LTV* oTV*S (J. Immunol., 155,p285-96 (1995)& 

Br. J. Pharmacol., 144, p598-601 (1995)) . 
[0 0 04] 

j&^CfcoT, ttttMtf&U *V^te«fflT**x-#y:7 (tenidap) 
RW&<D-^KCRACCmm%&ifito&*WWbfrtZtift1tZ£frb (Cell C 
alcium 14, pl-16 (1993)) , CR ACCffiWISttlHtH® U ^^^©ttttUI 

tfr. CRACC&fofcffiM (Am. J. Physiol., 269, C733-8 (1995)) 

(J. Biol. Chem., 270, pl69-75 (1995)) Cfc^ftf ft 

7 mitE#¥ 10-309 



9-279093 



V^5*tf##S*lT<)5»J (Am. J. Physiol., 261, C889-896 (1991)) % CRA 
[0 0 0 5] 

Hfc, Xfri/VJ*ftAl&&#tol8mf&<DWMftR Z%tZ> ztRTJM y Z - o 
■i*yi (IL-2) <DM£t:WMt&Z.£*)&&Z*,TiS*) (Br. J. Pharmac 
ol., 133, P861-8 (1994)) , C R ACC|fiS8ttlHM^*0*BJiiffi&S 

¥mffimm^®mmmzttmtsft£m^&Mm$vo c c -eiinjBi**/!/ 

$/*AaM&JW?*>*U CRACC£K^L&V^£tf&e>*lT^6„ tot, V 
OCCtC^l/TCRACC'a«ttS:^-r6*A/2/9A^-V>*-n/MS!Itt, Jfa« 

[0 0 0 6] 

£^ C R A C C PI«# JB £ £ * S ft £ft # v * < o fgg $ *i T £ 'J , Mx. 

hM > y^^4 4 0 4 2 4 9^ajcs/^nr^^/b-tr^9s;-^/x^ y-^st 

7-fe#S KR###IWa*S*lT^5. JCffi (J. Phafm. Exp. Ther., 257, 

P967-971 (1991)) ICtt, TA^Stl* C R A CCffiW^M tr^t*^* ( 

OTft-£W£3li21-3) ^BBaSStiTV^. 
[ft 1 1 ] 
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[0 0 0 7] 

m b X VOCClCffSCRAC C ft 

XfcM&RlC^jgj&u »*©ftn5CRACC|fiSFSI, #C, VOCCCftLTC 
RACCaHtt(Z>«V^Sff0i!U!|^astlTV^S. 
[0 0 0 8] 

**bih#*&, ff^ifec r a c c mmttR zntzitGVixDmmzMMfi-D & 
t < ttr ^ ymmfatfmntz c racc ewe sr^-r * 3 1 sub l 

£*>{C. me>©ft^©^^ttV0CCiC^f1-5CRACC^ffi*^V^fc^- 
[0 0 0 9] 

fiP^*|g^tt, TSB-«5£ (I) T?j*$ftS*HBfc75 F%b<\*y$ymm 

*r-§. 



. fi$3l££UT^T%J:<^LTV^fcJ:V^^D7 , .;-;k S/*EZ7/l/3f 

/i/Xtt(£«7/i/*/i/3k 

X : ^-NR 1 -CR 2 R 3 -X«-CR 4 R 5 -NR 6 -T^$tLS«, 

r 1 , r 6 :H, oh, &m7)i*ji, {B$7;b*;i/- O -Xii{£iiR7;i/*;b- C 
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(I) 
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^ott^rV (=0) MZB$,tZ>> 
[ft 1 3 ] 




R 21 r31 

Y:*»^ 0, S, CO, CS, S0 2 XttSO. 

Xtt, B fcYfcDtf-ffcfcfcUsS; 
[ft 1 4 ] 




(55*, YttttlB©»»h B 2 fttfD 2 ttM*«:*bTVxTtiJ:V^^>« 

fib. 
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(5£#, YH*B£&Bfc<ifSB®|&$\ B 2 ^OfD 2 tt|ufH©«yo ) -e^sti 
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(H or CI) 



(H or CI) 
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(CI or Br) 



JScXf (6) 
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COO— (H or C^Alk) 



(H, C^gAlk or Hal) 
Ha 1 tenutfym**. OPh!i7i; OPhClttp- 



1 3 
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OH 


H 


CI 


3-CI 
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3-CI 


4-0-(4-CM-Naph) 


OH 
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CI 
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2-O-Ph 
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Utl 8] 




[0 0 10] 

j***y*fr (cracc) mmmz^mtz. a 

(VOCC) {CjttT. CRACClM&ttSl«RACC 
[0 0 11] 

tftTI'l— 




(I' ) 



A : flHftS&Wl/Twr^iv^y-^ g$«£;&LT^T : k<fc^77;i'3f;i> 
-n/X»fi«7^/*^H, 

X : ^-NR 1 -CR 2 R 3 -Xtt^-CR 4 R 5 -NR 6 -T^§tl-5>*, 

R 1 , R 6 :H, OH, M7;i/=3p;i/, te»7;i/*/b-0-Xttte«7/I/*/I/-C 

1 5 £BSE#¥ 1 0 -3090637 
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4oWv (=o) mzmmtz, 

[ft 2 0] 

A 2 II /\ 

R 21 R 31 

2 &t>*R 3 Z«0^b<«NR 7 T^$tlSS$:, R 7 ttH^L 

Y : 0, S, CO, CS, S0 2 X&S0, 

[ft 2 1] 




(5£«f», YttSfTffiffljiy, B 2 &tfD 2 fcmm»££LTV^&<fcV^>-|f>gi 
[0 0 12] 

[$&ij§®£*©jg»] 

*M* : o-^©S©^a^cfev^T tit, #{cwre>*v^i8y, 

1 6 ffiSE#¥ 10-3090637 
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[0 0 13] 

W^&SAfnl??: lfl#±£**#3RX«*£5ttM6ft^xn7y--/l/ 
£ 5 75S 6 M^t- D 7 U - /HKtffc^ L fe*. X » 2 © 5 75M 6 ft A-r n r y 

# 5) Stt S ti -5 ^ U Ml- £ 1 7b£ 4 ffl^^ t * 5 6 ft^vr □ 7 V - /UST? 

*y, 7u;i/, ^x-;k bfnu;i/, >f$^'J^ tr^^/y^, 

f-r v /y;v, -fv^r s /y;w **ti/'JM >f y**!/y/i/, hyr^y;i/, 
^-^•9-^ryy;K f-7^7i/y^, ^h9y~y;i/, £y$», t?y^-;K 

[0 0 14] 

tt£ 5 #M 6 ft 'vr n 7 y - U T tt, 1? £: 3§£St & ^ b 

yfi-jK ^v-f>Ky;w -fy^yy;^ ?d;*-;k *7y;K ^^/u 
~;w *>x>r s^/y;i/> *y*j*T)/v»* ^^t^^/w, ^>^h 
y7^y;w ^>xm^7 , / , J/i/, yyj 

y-;i/g^#, xtttt*©Kfffi^"rn7y->n/i62o^«^bfc, >f 3 

*V[1, 2-a]tfy i/'^;K tr^^y [2,3-d]tfyifS?-^, 4H->f$#V[ 

1 7 fflfiE4#¥ 10-309 



9-279093 



4,5-d]^ryy;k xtttfnn [2,3-b] ey*/>s^#W *>*i5o 

§S2fflt*$)»J, jff*b<ttl,4-7ilI/>, 1,3-71-1/X 1,2-7x11/ 

ft7i>^;i/, \fu-j\/*?4fr, 4 $ fy-ji&jju, ^7i/-;i/iM;i/, 
**-w~-ftV4fr, try s?>*;>f^/3£^#Hr e>*is. ^KttsiAfn 

[0 0 15] 

, n 7 ntf;k l/tu-H-fr. t/tuKy^jb, i/tru^t/fr 

$/?n7;i/3f;K <s»7;i/*;i/- o-, ®irw-o-co-, # 

/1/-75A ii7^^;i/-C0-, ii7M;i/-CONH-, <£^7;b^;i/ 

-co-0-, t&M7)]s*)i>-3-*, ®l7;i/#^-^;i/7^-;i/ 

, {S^7;i/^;i/-^;v^-^, r^;^^*-^, jj;w^>f^ : ey{£^7;i/ 

1/ > * $/* y n bf 1/ > * s/j&tf 7 5 /i/ if ti -5 . 
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[0 0 16] 

*%%<d c r a c c mmmv^ni&ft tftsr^KfKtt?^ £ u 

Tit OT©mM-£W&"£2*l£ = 

PhS7x;^'>i5:, OP hC 1 & p - # O D 7x^;i/tf * S/» OBz& 

(1) Vbfx h#ff SU807609#> SU132748 7^SU1 0 
2 6 4 2 0#&#> 3fe^(CMed Parazitol Parazit Bolezni 1995 (6) 41-42 , 
ibid 1991 (4) 43-46 Biofizika 1981 26 (6) 995-998lCtt> 37t^£&# 



(2) #H§Bg6 3 - 5 6 6 5 2^&«KttJ«T0ffc£4&#^JC#**i: tTffi*S 
[fc2 3j 



[ft 2 2] 




'H, CI or OPhCl) 

\ (H or CI) / (H, CI, Br, OPh or OPhCl) 
WtT (iT~ (H, CI, OMe or Me) 



(Br or I) 



(CI, Br or I) 




(3) MAN-MADE TEXTILES IN INDIA 1988 287 KMu & 

1 9 10-3090637 
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(4) Farmaco Ed Sci 1988 43 (6) 517-522£tt, IriKWWH fc^ttST^ft 
[ft 2 5] 



Me-, Et- Pr-, C1H 2 C-, 




CI 



or 



_ (CI or Me) 




CI 




(CI or t-Bu) 



(5) ibid 1991 (4) 43-46lZ\m^&&ftHZ%?ZTi£<Dik&!®)tfmMZn 
[ft 2 6] 



(H or CI) 




(6) #Hg¥3 - 2 5 8 74 9#&«CttPLA 2 ffi#flUa&£*5T£0ft£ 
[ft 2 7] 




-D-C0NH 
(H, C 1 _ 8 Alk or Hal) 




COO — (H or Cj^Alk) 



2 0 
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(7) T*tC3R-rft^«^rpjES*lTV^« 
[«3] 



Ra 0 




H 6 




Rd 





Comp 


CN 


Ra 


Rb 


Rd 


Re 


-Xa-D 
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CSC 


075-0075 


OH 


I 


CI 


3-C1 


4-0<l-a-2-Naph) 


B 


Asln 


JSUO0O6018 


OH 


I 


CI 


3-CI 


4-Q<2-a-l-Napli) 


C 


CSC 


075-086 


OH 


I 


CI 


5-C1 


2-0-(l-Br-2-Naph) 


D 


SPE 


AG-690/ 
3065046 


OH 


Br 


Br 


5-C1 


2-0-{2-Cl-l-Naph) 
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LT 


16694 


OH 


H 


CI 


3-CI 


4-C0-(4-Cl-Ph) 


F 


LT 


16646 


OH 


H 


CI 


3-CI 


4-0-(l-a-2-Naph) 


G 


CSC 


121-124 


OH 


H 


CI 


3-CI 


4-0-(4-Cl-l-Naph) 


H 


CSC 


141-257 


OH 


H 


CI 


5-C1 


2-O-Ph 


I 


CSC 


075-074 


OH 


I 


I 


4-Cl 


3-0-(4-CH-Naph) 


J 


CSC 


075-111 


OH 


I 


I 


H 


2-0-(2-iPr-5-Me-Ph) 


K 


CSC 


180-436 


OH 


Br 


CI 


4-CI 


3-CO-Ph 


L 


LT 


16668 


OH 


1 


I 


4-Cl 


3-CO-(4-Me-Ph) 


M 


cstr 


121-047 


OH 


I 


I 


4-Cl 


3-C0-(4-O-Ph) 


N 


LT 


16668 


OH 


Br 


Br 


4-0-(4-a-Pli) 


3-CO-(4-Cl-Ph) 



L T : Labo Test (Freiberg, Germany), CSC: CONTACT-SERVICE COMPANY 
(Moscow Region, Russia), Asln : AsInEx (Moscow, Russia), &tfSP 
E : SPECS (The Netherlands, Rijswijk) 0 ) 

(8) TS©ft^MAYBRIDGE (UK, Cornwall) *±«fc»J, TfcJRSflT 



2 1 
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[ft 2 8] 
ft^tt P (SEW04225) 
H 3 C y-N. 
r^/NvJL^ H 3 C^ N ' N 

CF, 



fk^ft Q (KM02904) 




ft&#» R (KM03000) 




[0 0 17] 

) (s) #©3t*ntt###ftbi*. *»wtt3*i&©*«tt#®a^ 
Kilt, mm. Skit*mm+ afftm «nt u >»«©*«* 

sstc, *»«ft^% (i) &T$z<D&(D&m<D?kifcm*m®mm 

2 2 ffiIE#¥ 10-3090637 



S$¥ 9-279093 



[0 0 18] 

m*m%&umm* t%b%®mz%mtmmzmt^m&mzw:£mz-T&< 
Ktf* t/jimmzmifz zttfz*%. -en % o&nm tvx aw*. a ? u - 

y (Greene) RTfVyV (Wu t s ) [Protective Groups in Organ 
ic Synthesisj , f| 2 J&iCE*0#«« *mfZ> Z t #Tr£, £*l£> 

[0 0 19] 

sgiigs 

[ft2 9] 




(17) 



i= (in) x& (iv) T^£ft5#;i^>^§#ft££7^ F 

^iSlC#t3^{Cj:oT*|§M^ (1-1) Xlt (1-2) £#5#&T*& 

So 

z®%immz&^x%^z>zt<DT*%z>ij)itfyMmmw cud x« (iv 

2 3 ffiSE#¥ 10-309 



9-279093 



7$ Kft£j£tt»i£CJ:yfT3::i:#Tr£*. 
[0 0 2 0] 

(dcc) , i- (3-s;*^;i/7$ J -yuvji) -3-x^;b 

^*V-;k N, N' -V7.Vl>y4 ^ *?frjtM,$i— K N, N' -tf* (2 

;v7^*h\ yx^;i/^^^ni/7x^- h, **s/Jfifl;y>, HSMfcy>, mj 
7i-^70/N-^D^^^iy>/f> K (NB S) t$<Dji;itfym<Dffi 

fiJc£tt-«* (ID Xtt (V) ^*Sti*r^>S8#ffri:-jK^ (in) Xtt ( 

iv) Tz^zti&jafrtfymmmjtt^ mj& 

x— r;i/, h;i/x> % J/?ddi 

^Dn*JI/A, N, N-^fMM7<F (DMF) , WtUttA/. 

Sil3i;Sli#{$ti-5o 

[0 0 2 1] 
f|2$[& 

2 4 ffi!E#^ 10-3090637 



9-279093 



[ft 3 0] 

®-Y-(gHNHR 6 + v®!Zft_ (D)-Y-(B> N -(A) 

(H> °(VI) (I _ 3) 

(^Y-dV H + R'NH-(A)^^ ®-Y-(D^i».® 

(VII) 0 (V) (1-4) 



iCD»*fett, f&SBjKJSjSCaVf J:e>K:, -jRS (II) Xtt (V) -e*3ftS7 
S:/f§##i:-fl£i$ (VI) Xtt (VII) Ti$W7^ft K«##©3*7C»7 
5yft^iSK:J:oT*»Wft^« (1-3) Xtt (1-4) &»S2fSsT?&5. 

3©M^ft7^ft£/Sfi, £HRiS7$ FftfcH»©^»tt*«tf»^PSft-& 

3S&3S7r**::fcK:J:yfr;b*i*. S/s/7&aE©£j*tt, (IV) >fy 

^njK^^F, *%-Vh> (iv) *nuh\ **n>hU7MU F-^'if;n 

ftTXtt$?->**-* (Dean-Stark) h 5 y V\T£j&-f&?K 



is y 7i6SCDai7C tt&M*3Rft«# (x h U A */ y J # n t: K U h\ x F U 

Btm* 5*--y^r^) &J8v*T, *#y-;k i*;-^, ftlfcx^/i/, $ 
K^CDSfjRtf. 5 Okg/M 2 ©7KtR#H^tTT, 0*C#e>1001C©iB 

ft T*£ ft $ it -5 3 £ iC J; o T % f? e> r 2: # -et S 
[0 0 2 2] 

^3^S 

2 5 EBfE#¥ 10-3090637 
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[ft 3 1] 

@_Y-(B)-nhr 6 + w v®±31 @_y-(B>^-<A) 
®-Y-(BV w + R 1 nh-®^-. (B)-Y-(g)^^(A) 

(K) (V) (1-4) 



*jgffitt, -«5* (II) Xtt (V) T^tStiS 7^ -«5£ (VIII 

) xtt (ix) T^stisft-^fttcfeyr^^ft-rsiticioT*^^* 

(1-3) Xtt (1-4) &#3#&T-&3 0 

FU K*©&£©#&T, X«##ftTT\ DMF, 7tf>, 2-7* jy, 

[0 0 2 3] 
[ft 3 2] 



.y-yeVx^A) i)hj7ww^ ,<<b}-x-® 

n yn 2)RbNHNH 2 N \Q1 



0 (X) 



T*»9!ft^ (1-5) £#3£&T*3bS 0 

h=3pi/h\ r/l/Ay&M^iM^Jl/^S/^K, tb'J^At FU K, 7/1/*. 

2 6 £t}SE#¥ 10-3090637 
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, 3-*?*f-/l/>f$#V;$>yX THF, DMF^©Wcfi, -7 8X:^&* 

#v^i?-*-$A (iv) >f y7n#S/*K, (iv) *n 

[0 0 2 4] 



[ft 3 3] 




(XI) V&2ft&tefc7*A/m&&ftft*>WtTS?F*&&l, 
J: oT-SfcS; (XII) T?&34i*fc-&ft&*fc«L (ID 
£3;ft*{fc£ft&/S^T7 3 Kft-t^ri:icj:oT*^M^ (i-6) *m 

-feh-hu;i/, ^nn^x l, dmf, h;i/x>, 

2 7 0-309 0 63 7 



4#¥ 9-279093 



[0 0 2 5] 
[0 0 2 6] 

%.n-nmim&. mm. mm%&. mm. um^ &m?w?h>r 
&Mg&mm&fom<D®mitmw£mzMHLx%mz & v#mx%z>. % 
mz^fimx^z* &zwmm&ft¥%&%mwfrt>m&tz>z.iL&xz2> 

a 

[ 0 0 2 7 J 

*%®<DCRAccm.mmi$. cracchs^/sksck, 

, mit&mtt* m jft&&&TfBm0^Mx\mmz%%x&z. 

cracc mmm itmmm iz m? %> m & z> z. t ^ e> , m&mm. 
wsm^it. #»#«-fts. &mnmm&&-&'xm\z&vz>>ruj mt^-ot^m 
M&&zwrMft&<DmB<Dnxtemmz%Mx&z 0 



10-3090637 



M¥ 9-279093 



[0 0 2 8] 

JgiC, CRACCfi»SIIJ:'J>rt«ICfitJ5 I L-zm&ZWffl't&Z.tfrb . 
[0 0 2 9] 

«T©*»lfi©CRACCiaWllOCRACC|fiW^S:iEIJ!t6fc«)©«» 
(1) CRACCK«8HtM2f& 

^S'fAfi^SjefiSRf ura-2 (UM) & n - F L fcS?* -A y h T 
fflliB (6X10 6 /ml) JBffitttl 0 0 a 1 £&?x;n£fC;$H£b£9 6 ?x;i/ 

;WC8&#|I1-£r£T*i:jgU »3 0##lC©jg?&R3 4 0nm/5 0 0nmfe 
<kOT®^3 8 Onm/5 0 0 n mlC«fc o T?#*>ft£ 2 0©S£«g <fc »J 

(R) &*fflLfc. i©«3feSISji;#ffi«fK:tt, *ii&Jc$flJ®©#&L&^ 
^feffl^TO©^T-»me#0&^^$:S!l^L, BSSfcfetCj:* f u r a 

MMIJt(Rmax), 5AM>ft;Y^>»+lmM EGTAliCk 
oT#&;ftfeft/h£ffi&3fe&Kit (Rm i n) , £bj&&£3 8 0 nm&B^0)i} 

2 9 mSE#¥ 10-309 
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;b$/*«M§££*©£3fe8MB (Sb2) *;^i»3 8 0nmig^;i/ 

>sV2*MM&m<D%mm (sf 2) tcj; y tf-^c^j; *;^^^ 0 

fflS3; : Mft^I/^Ailg (nM) =2 24 X[(R-Rmi n)/(Rmax 
-R)] X [Sf 2/S b 2] 

y #«> & titWfflttfi^i ;b */ ? A^gs j: y , ^msmtkMK <fc siiftA 

© it Jl i/ V A m AIW ( C R A C C Ifi §) * & * & 5 0 % CD C R A C C IS W £ a** 
«& (IC 5 0 «) fefffflLfc. 
[0 0 3 0] 
(2) YOCCIHS?SttMftfiS 

(l*tM) KbfePC 1 2-h 5 

5>y hffS^jffiJg (2x l o 6 /ml) JBX^l OO/tl x;i/tfifc&& L 

;1/>>^A^±#«, *»»k©2«jR«<Z)«»Sl3&e>tftC 1 0 OmM KC 1 
(ft*F»£,5 OmM) &£tr/N> **¥fl5&igiin 00^1 x/l/lcSBflirt 
SiilTfiKjBU »3 0^Htcaj@«*3 4 0 nm/5 0 0 n mfc 
«3 8 0 nm/5 0 0 nm(Cj:oTf#e 5 tlfc2o©^3t^J:ym3 1 6^ifc (R 



w®wwewRmww®wwmbWfin^~gwwffi?tt? u r a - 2 soer 

IfffB (1) CRACCEB$i:|j?H8iK:TLT, ^aSftBUfciSfflifci*^©* 
;i/£/?A^AH# (V0CCP1W) *&#»'5 0%©VOCCIHiF&w'fiiK ( 
IC 50 f) trJtffiLfe. 
[0 0 3 1] 



if ©fc^fctt, VOCC PI§iS& fcJtiRLTfttlfcCRACC E$?Stt Sr^LT 
fey, CRAGC»fttt«:WLT^6Z£#ffi383*i,fc o 

Tmzttmw&*ftWik&ty(DCRAccmmm&$:7Ft 0 cracc 



3 0 



mSE#¥ 10-3090637 
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»Rtt©»*fcbT, VOCC|»ffitti:©IC 5 0 4i©tt (VOCC/CRA 
CC) Zrtto 

[0 0 3 2] 





CRACOPLiFlCcn («M) 


VOCC/CRACC 


mum i 


0. 27 


19 




0. 21 


n 
3 


ISttft 39 


0. 16 


7 


mm 42 


0.35 


c 
0 


Hfetfll 123 


fl 08 

U* vO 


29 




0.21 






0. 27 






0. 26 


n 
9 




0.34 


7 
I 




0 20 

V* Civ 


4 




0.28 


4 




0. 35 


7 




9=4? 


12 




0. 31 


6 




0.33 


6 




0.26 


13 




7.7 


0. 17 



[0 0 3 3] 

( I ) 3?L<« (I' ) Xtti*i&©«»»K:« ; #Sti6*«: 

3 1 10-3090637 
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®mmM, urn, *7±m, mm\, tm, mm. mAmmz&z 

*»WlcJ:*gPS#©feft©H#ilB««i:l/rtt, £$f, 1*39, JS»J^# 

^ L < «J»8ttftjSt© 7 >f ;i/ AT^M LT * J: v\. 
[0 0 3 4] 

> ^>D^m ly^r^jf?:^, -M{cMvNe>tis^^#^j, # 

M#J©<fc?&ffim imag, AQfcH, ^#2!J, KJB&Ifc^UT^TfcJ:^. 
#fin#'#©fc»©£ftra!lfcLTH:, *e©*ttXtt**tt©»*jW, 

ft*. ***«©»*»!, JflWajfcfTtt, flfAK^ntru;/ 
^'J3-M sKUxf-i/^^un-^, #U -:/$©£ e>&^«J, x*;-^ 

©j;e»^r;i/n-;i/ji, **yyM-b8o (i a ^) 3©<te>*ffi 
fifcfctt, S&tcRSJBSf, SII, JLffcffll, #»*g, ££ft*g («*.«, 7*h- 
*) , T^A°7^>^) ©J:e>^1iTOJ$: 

3 2 ffi!E#¥ 10-3090637 
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[0 0 3 5] 

o 

«fl«n«£©»£, lB©t#i», <*fiSfeU»&0. OOl^SOmg 

^ /kg, #£L<&0. l~5mg/kg#SI^T*&y, 1 l§n***V*« 

2 75M4HKl#ttT«#-r<5. »JRft^S*l*»^^ 10Witt,ftia 
fcUI&O. 001^f>30mg/kg^IlT% 1 H 1 ETJMttRtC^ttTS-^ 
f*. 1 H©#«tt, #SSfcy»0. 001fr&30mg 

/kg^a^T?, i h na^M««K:^ttTa#-r*. e 

[0 0 3 6] 

SolA:fi|DKK*3ll^hU , ?A**«[, SCG: J/'J^WA^OV 
h^77>f- Dr A : D r B : M^WSO" h U 9 ^» 

[0 0 3 7] 

2-7Mn-5-lhn^>i/7i/> (3. 02g) , -tbVVJ** 
S/K (2. 0 0 g) (30ml) MT? 1 l$lfilJjl# 

Lfctt fiffi*fc«ETT«*IL/fco »6>nfe«itK:#ifcx^^/ (10 0ml) 
&fln;L m®ik%.*-emJkm&Lfc, tiII:DrBT^iim MET 

hD^>^/7i;>0M (#£it=$*j4 : 1 ; 3. 0 1 g) &*S£H#£l/ 

3 3 ffiSE#¥ 10-3090637 
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[0 0 3 8] 

--hn'O^i^OM (2. 90«), «»(7. OOg), 
fii(3ml) RXfx9S-fr (30ml) iHl^iS^TT'^m# 

7$;-2-lh^PJ/'<>!/7i; (#&Jt=#j4 : 1 ; 2. 67g 

) bT#fc e 
##M3 

2, 4-s??nn^>w^3-* (2 5. og) , >f$#V-;i/ (24. 

5 g) , 4-*?*?fl/TS. J WVy (8 6mg) WDMF (5 0ml) 
^r#jtc. *#TT*t e r t-7*f^f^>'JMn'J F (22. 2g) £#D 
6BSIH«#Ufcft, ^iCi'Jtllt, tert -ttfrV** 
2, l-f* (4 2. Og ) 

[0 0 3 9] 

_ ##M4 

0 7;H?>#ffl^T, tert-^Wf^'J^/ 2, 4-^DD^> 

VJV X-f;i/ (3 3. 8g) fcTHF (3 0 0ml) ©a-^ftJC, -6 51Cr 
n-^f-^/U^f A-n-^^-9->*?S (1. 6 Offife, 8 0. 0ml ) £#n 

F (28. Og ) £ T H F (30ml) ©86£<ft«:fl|!*.* -6 0—7 0rt' 
3fifia«ffbfc. 1 «5&fcS (12ml) , fcVM**£» (8 0ml) 

gfiTfl 8#H*#Lfc«L ffffiJC J: *J»»bT, 2, 
3 -fc , 4' -^b^f^^>y7i;> (17. 6g) 

2-r$;-6-7*nf-4-^'nD7i;-^ (2. 9 8g) , RWrtiMi- 

3 4 ffi|2#¥ 10-3090637 
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hU^A (2. 70g) , 2--?ZJy (9ml) (9ml) ©^£&IC 

, MTT'^D^Ttf^D^K (1. 4 0ml) &fln*., W(m.X* 1 & 
^«SSTT'19HWL^ SSICJ^^LT, 8-7EHr-6- 
^ DD -3, 4-J?tKn-2H-i, ±-*y%**VVy-3-*y U. 
1 1 g) zm®m$;&£i>rmtc, 

[0 0 4 0] 

8-/Q?-6-?nD-3, 4-ytFD-2H-l, 4-s<>X**VV 
y-Z-^y (K log), #7>-THF^-THFg| (1. OM, 1 
^ 3ml) WTHF (20ml) lHWLfe 0 
SfiT^IiCI^^^HlOml) illMi(15ml) 8 0 

°cT*6$f®mwbtc&. %mz£vmmhz. 8-^^-6-^0-3, 4 

-i/hFn-2H-l, 4-^>X#^1*-^>^*& (7 7 Omg) £«fetl 
###|7 

2-7tfM^7x> (18. 5g) W^;-;Kl50ml) <Dm&® 
IC, *#TT^M>>?«k* h=^>F (10. 3g) giST' 2 0 #i^!f # 

Lfc„ S^C, ^T"e^;V N'j7^D7tf-b (25. 0 g) *M 

7g) £#fc„ r©$>ll&@tt (2 0. Og) , (4. 5 6 

g ) , WtWt (20ml) y — ;i/ ( 2 0 0 m 1 ) ©^*5:»M^TT' 

3 0Wbf:t, S^tC^y^LT, l-*3^-5- (2-^x^;b) 

-3-b'j7;wn^f;i/-iH-^7 4 ;-;i/ d i. 8g) ^M^^th 

[0 0 4 1] 

7 t |eia £ b X 8 9 (Dik$m Z c 

##$18:3- (2-^x.-)D -5-hU7;^n^^;b-iH-if^^-;i/ 
##$19 : 2- [i-^f-^/-3-hy7^/*n^f-^/-iH-br9^--n/-5 

3 5 jijfE4#5p l 0 - 3 0 9 0 6 3 7 



9-279093 



###| 1 0 

S?>f V^Dtf;i/7^> (3. 34g) ilTHF (2 5ml) ©a^ftJC, -3 
0X;jgtTT?n-^^U^f A-n-/\^>*« (1. 6&j£, 2 1ml) £ 

-3 0 5 OTCtfl 5#H»#Lfc. 0TCJKT*e2-^n 

lf^-;i/^^7x> (4. 2 1g) fcflUx., - 6 0 ICJ^TT* 9 0#|H«#Ufc. 

£f&M£, - 6 0TCic#*pi,fca&*h y (3 1. 5g) *:thf ( 

3 0ml) QU&®\ZM7L, -60iCT'l|»l/m ffffiCJ: y»»LT 
, (1. 0 1 g) Z'm=.o (5 6 9mg) , HK5y 

(l 8 lmg) &tfx#y-;i/ (5ml) ©S-&«fc5 ot;-e2i$iaflt 
STSclCfcySSILT, 4-^^;i/-3- (2 -f-xx;i,) - 5 - h U 
7 ;i/tfn 1 H-t?5V*-;i/ (4 4 8mg) £*§&®fl££ btffc. 

[0 0 4 2] 
1 1 

3- (2-5=-x-;i/) - 5 - hu 7;i/^-D^^;i/- i H-if^y-;i/ (5. o 

2g) iTHF (5 0ml) - 6 01CJ£*TTn -^/I/U^tfA- 
n-/\^p-y->^ (1. 6M, 3 0ml) &flO;L 0 'CT* 5 0 &Hj*# Lfc. S 
JCSSEJC— 6 Ot^TT^ UD ^txf^ (4. 62ml) £#H;i, -7 8TCT?1 
BiM8!J*#Lfctk «MtC«fc»J»«LT. ®fr©xf )l 5- 

s/*^/3K-^- 5- m; 7;b^-n^f-;i/- 1 H-t?^ v*-;i/- 3 ->r;i/) - 2 - 

^*7x:/;jt7/l/jK*$/^- hfcx^/b 5- (1 -X hZ-isfifrtf-ft- 3 - h 

'j7^D^f;i/-iH-if7 > ;-;i/ - 5 - 2 -ft7i>ij;v^i/ 

5-bo)mi?®zmt=.o zoM^mtfitwiTkmi-hvyi* a. osg), x# 

(50ml), 1, 4-y**-9-> (3 0ml) (2 0ml) 

7J[/*UH-J\/- 1 H-t:'9 x y-;i/- 3 -^f;U) - 2 -^-*7x>A^/d<^rS/9 
-h (3. 4 8 g) LTfcfc. 
1 2 

i-^^;i/-5- (2-fi-ji/) - 3 - h y 7 ;i/#n i H-tr^v 

(1 1. 2 g) ilTHF (15 0ml) ©iB£t>K, - 5 OTCgK'n-^ 

3 6 ffiSE#¥ 10-3090637 
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f-fl/Wf-yk-n-^y'yf&WL (I. 6M, 3 3ml) URL 

t9 0^Wlfe o £J5$ic-2 o^JSTFT^nn £8x^/1/ (10. 5 g) 
-20U)lK'15«#lfct, *8lCj:y»»bT, x^;i/ 5 
- (l-^f;i/-3-h'j7^D^f^-lH-tf7 x ;-;i/-5-^^ -2 
-^7i>*^^7-h (9. 5 8g) Sr«ESfeH#i:LT#fe- 
[0 04 3] 

#%#|1 3 : 2- (l-^f^-3-h'J7^D^f^-l H-fcf9 

1 4 

x^;i/ 5- (5- h'j7Mn^f^- i H-fcT9y/-;i/-3->f/iO -2 

-f^7i^«^7- h (1. Olg), xf-^/a-S?K (0. 4 1 7m 
1) „ 9&tiJVV& (4 8 lmg) R&DMF (10ml) ©a^WS:SaT?9 

: B8if^= 15:1) TilSgbT, x^;b 5 - ( 1 -X*/I/- 5 - b U 7 

Muaf-jv-i H-ifv^-;i/-3--r;b) - 2—^*7 x^fc/HK*^- 
h (6 6 5mg) &fcfe#HKfifcLT#fc. 
##051 5 



##0S1 4©SCGffl.3iCfcV>T, ##09 1 4©{fc£ft#»fflbfc£, SfflJ* 
fcn-'s3Mf> : Mx^;i/= 10:1 CSEATStfiU xf^/ 5 - (1 -x 
3 - hU 7 /l/tfn i H-tr^^/-;i/-5 --r;i/) - 2 -f^7i 

>^;i/^S/9-h (3 6 4mg) ^fMtltbtife. 
[0 0 4 4] 

##M1 4X^1 5£ff!!8iK:LT###!l 6&tf 1 7©fc£ftfc*fc. 
'##«16:lffl/ 5- (l->fV7'n^-5-hy7^a^-lH 

-tf^y-;i/- 3 ->f /10 - 2 - wi>*^'>5- b 

###ji 7 : x^;b 5- (i--fv7°nbf;i/-3-hU7;i/^n^5 L ;i/-iH 

###l 18 

3 7 ftilE#¥ 10-3090637 
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4-*^;i/-3- (2-f-x-;i/) - 5- h V 7fr*n*m/- 1 H-tf^/ 
(1. 5 3 g) i:n-^;i/U^^A-n-/\dr-^>^?S (1. 6M, 9 m 
1) ££JS£-B\ SIC- 5 OT^TT^n 0^x5^1/ (1. 7 9g) fcflUx., 
-5 0T;JKTT?3 0#ra«#Lfctk ff$SlCJ:»J»«LT, ft£&ft«#£ 0 
i©*^«H««i:5«S*Kft^hy9A**?!J[ (10ml) &tfx#y-;b ( 
2 0ml) SffifCj: y«lLT, 5- (4- 

^f;H5-h'J7MDjif^- i H-tf^y-;i/- 3 ->f;i/) - 2 -?*7 
*yii)itf>n (1. 04 g) &*te*MKJ&i:LT»fc. 

[0 0 4 5] 
##$| 1 9 

x^;i/ 5- (1 -x^;i/- 5 - h y 7)\s*u*?-ji- 1 H-bf9 x y-;i/- 3 

-^;i/) -2-ft7i>^l/^^7-h (6 3 2mg), 5Sfe*»ft^h 
Utf-McigS (lml), x#y-;b (5ml) &tfl, 4-S?**tf> (lm 
1) ©M^SST'2 0H^j|#im «i£K:J:»J*»LT, 5- (1-x 

5 - h y 7;i/^-a^^;i/- 1 h- 3 - 2 -ft7i 

>*M>»(4 2 5m-g) &*HS*MKS4:l/T»fc. 
##M1 9 tBi{:lt#^J2 0M2 5©>fb-£«#fco 

##M 2 0 : 5 - ( 1 - 3 - h V n * f-_;i/-_i H - . . . 

5->f/l/) -2-^^-7oc>7!j;b3j<>® 

##M2 1:5- (1 --YV7°an°;i/- 5- hy 7;i/^-D^^;b- 1 H-tf^y 

##M2 2 : 5- (i->ry^ntf;i/-3-hy7;i/^n^^;i/-iH-fcf9 s y 
5 — r;i/) -2-ft7i>A^>i 

##$|2 3:5- (5- hV 7J\/*U 1 H-kT^y-^- 3 -->f ^/) - 

##$12 4 : 5- (1 -^^;i/-3- h ij7^tn^f^- 1 H -tf 5 
5->f/I/) -2-ft7i>^>| 

##M2 5:2 - (i-*^;b-3-by7;i/*n*^;i/-iH-tf^i/-;i/- 
5->r;i/) - 5 -^7 % /-;i/^;i/**>^ 

3 8 ffi$E#¥ 10-3090637 
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[0 0 4 6] 
2 6 

2- (2-f-x-;i/) -4-h'j7;i/tn^W7^ (l. oog) £: 
n-^f'/byf'tfA-n-A.SM^i&JR (1. 6M, 2. 9ml) STHFt, 
-4 O^JBHTT?«fftfe. fif5*Kl-7 CCOTT't e r t -^/l/^^;i/^ 
U/l/*nUF (9 6 0mg) SfiT?4ISIBI«#l/fc«L 
LT, 5-tert-/f^^f;i/^'J;i/-2- (2-fi-W - 4 - HJ 

y;i/^-D^^;i/^7 x /-;i/ (i. 20g) ZM&teftyst LT#fc„ 

##M2 7 

5-tert-^f;i/i/^f;i/i/'J;i/-2- (2 -4-hU"7;i/ 
^n^f^7 v >/-^ (1. 05g) tn-^^V^-^^-n-^^ymW. 

(1. 6M, 2. 1ml) £ TH F eft, - 4 0°C#TT'£jS£i±£o 

7 OTCJBtTTf^Dn^Kxf-^/ (0. 43ml) fcitJ*. 0 "CT* 1 B#raJg#b£ 
m> tt«6KJ:»J»§3LT\ Jtfijfi^ft (1. 3 2g) fcfcfc. lOffeMi ( 

1. 2 0g) &tfx*;-/|, (15ml) tK#T. 

FU9-Mc*tf! (1 0ml) 2:1, 4-^3f-tf-> (10ml) .gjfiT? 

immmwLtc^ #&uz**m&lt* 5- (4-b>j7Mn^f;i-2- 

-fc; ■ ~~ 

2 8 

5- (1 -*f-;i/- 3 -h'j7Mn^f;v- 1 h- £9*7-/1/- 5 ->f /i/) 

- 2 -f^x (2. 2 1g), ***fVJU9UV F (2. 0 3 g 

) , DM F (3») jfetf 1, 2-i?^DDH5!> (3 0ml) ©«£*S:gin? 
QO^mmWbt^ S^ICJ:U^LT, 5- (l-^f;V-3-h>j7M 

n**/i/-i H-tf9 7-;i/-5--f;i/) - 2-^7f-7x^^;i/#x;i/^n u F 

(2. 2 3g) £»fe@#2:l/Cfcfc. 
[0 0 4 7] 
2 9 

5 - ( i - * ^/v- 3 - f> u 7^/*n ;* ^/i/- ih-i^7 y-/b- 5 ->f /b) 

3 9 ftSE#¥ 10-3090637 
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-2-ft7i^M>i(9 05mg) £ % i?7zi^*ij^ 7 j; F< 
hVx7JU7$>RVhJmy<Dm&mtr5 OTCT'3 0#|gj*#Lfc. £j«fc 
tert-^;-j|/ (4 8 6mg) IM, 8 0 TC*C 5 BSr|jgjj|#Lfctk 
CJ:y»»LT, tert-^ 5 - ( 1 3 - h y 7 ^*n 

fr-lH-Vjy-fr-s-jn,) -2-f*7i>A^7-h (2 2 3mg 

###J3 0 

tert "^ 5 ~ (1 -*^;b-3 - hU 7/l/*n*^/l/- i H-fcT9 
!/-;!/- 5->f;b) -2-^^ 7x >^^v-h (2 2 3mg), hV7fr* 
(5ml) W^DD^> (5ml) <Z>££tt&£&7* 2 B^^L 
«ffiCJ:y||»LT, 5- (5-T$y-2-^X-A) - i 

3-hU7;b^n^^;i/-iH-tf7y-;i/fg^ (i5 4m g ) 

[0 0 4 8] 
##M3 1 

1- (4 --hD7x-jb) -3, 5-tf* (f'j7;i/tD^f;i/) - 1 H- 
£5^-/1/ (5. lOg) ©#tt:n*.y *^TT1E»* (10. 3 
S) il^tr ^-^ A ( 8^ 4 g) 2 OJC^TT* 3 LQ^_H^U.^. £ 

««<Z>1- (4-tFD^7^7i-^) -3, 5 -If* (hV7»*U* 

rji) -iH-¥?v-)i (5. oig) ^nmwthxmt^ 

##M3 2 

5- (l-^-5-hi;7MD^fA/-lH-lf5^-3-f^) 
-2-ft7i>*Mdfi/7^fb:F (1. 0.0 g) , (1.37 
s) AtFx*y-^©»^ftjc, *?&TT5«^*»ft^ hy7A7K** (5m 
1) tx^;-;«^|;gigtil|»b^ fcffiKJ: »;»»LT, 5 

- (i-*^-5-M7;i,;tn*^;i/-iH-^5y-;i/-3->f;i^ -2 



ffi!E4f ¥ 10-3090637 
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[0 0 4 9] 

s-^n^-s-^nnt'Jf^t (2. 09g), 5-7^-2-?nn 

/Oy7x7> (1. 8 3g) , WSCDfiSfc (1. 8 2g) &tfTHF (2 
0ml) ©«^«fe^a*e4 BIS!«#bfc. £JS*K»«x^/l/ (2 0 0ml) 
fcitJ*. *, Sol A, fifH£S*T?JK*ifti*l/fc. 

$; n-^*>:»»x^=6 : 1) TffcRLfclk »»x^/l/£ n ->\* 

^no-2-tKn^i"<>X7- l JF(i. 5 3 g) tm&WilR&t LT#£ 

o 

3 - 5 - ^ n D-9-U ( 5 0 0 mg) „ ^-#x;i/? n U F (3 m 

1) , *?9UU3.*y (1 0ml) R.&DMF ( 1 ») 7 5iCt'2l| 

i;>(3 9 2mg), hUxW^XO. 2 7 7ml) Wl, 2-S>* 

nnx#> ( l o m l ) £#n;L> 7 5t;T?2HfH, 

.RfSatJC^nD^A**^ l&fcSBt Sol A, t&fO:ft&7KT*ffi&&#L 

# ETifffi! ID7B» T^fETSffi TTWI^rifr5?iEBSS: S C G 1 

^M; n-^^r^> : #®X^;i/=4 : 1) T?J|M8bfcft* #gx^/I/i:n- 

fcSiBSl'T, 3' -Ky)/jn,-Z--fU*-5->7U 
D-2-tKn^^>X7-UF (2 0 2mg) fc&fe'Wii*: LT#fe= 

[0 0 5 0] 
H^M3 

5 _ 7 ;;-2-^DO^> , ;7i;> (4 09mg) , F'Jxf;i/T$> ( 
0. 3 7 0ml) fctf'THF (5ml) ©«6«C, 
<yV4 O U F ( 0. 3 8 8ml) fctfTHF (4ml) 

4 1 miiE^¥ 10-3090637 
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MLtz. fc&ftfeSit&SCG (^fflM ; n-^^y : »8ftx^/b = 8 : 1~ 
1:1) 7?f9»Ufcft, Xdty-^&SISSLT, 3' -'OvM'/l/- 3 , 4 
' , 5-hU ^nn'OXT-U F (3 9 lmg) fcfcfctfttfifc LTfcfc. 

H»J4 

5-T^y-2-^DO^>^/>'x>'> (3 7 Omg) , h'JiW^V ( 
0. 3 3 5ml) S^THF (5ml) ©S^ftC, ftftTT* 2 -71z h 
>^MD'JK(3 5 1mg)&r)tTHF (3ml) &J&;L SfflT»2l©|S|3 
0#}f#Lfc = H^MiCS o 1 A%iH^, £fiT*l«»#Lfc. £fiMfe&Bf«x 

rBTf««lfc«, *fltT-e»ttLfe. fc&tlfcgHS&SCG (MM ; n-/\ 
^>:»|if^=16: 1~3 : 1) T-*t$gLT> 3' -'OvM'/I/- 4 * 
-*nn-2-fc Fn^rS//<>XT-U K (4 Omg) &*tfe#SttH#i:LT 

[0 0 5 1] 

£ft«4 © S CG&JSlCfc^T, £j&ft4 ©ffc£»ODftfr &$gffl b tc 2 - 7"fe 
h*S/-3' -^^-4' -^nn^>X7-U K (3 6 8mg) 



3' -^>^;i/-3-^n^-4' , 5-^nn-2-.b: Kn^M^X 

r-n*(150mg), 7tfMD'JK(0. 0 24 ml), HJif;i/7 
(0. 04 9ml) Jktf2-7$ J y (4ml) gifiT? 2 BW 

38i£ & SCG (MM ; n-/\3f+r> : S|^xf-;i/= l 6 : 1 ~4 : 1) VWWz 
IT. 2-7-fe h=¥i/-N-T-fe^;i/- 3' -/O^-Ob- 3 -^D^- 4 ' , 
5-V9UW<yXT=.V K0. 7 5*ft4& (1 0 5mg) &fcft#Si£H#i: 



4 2 



£t}E#¥ 10-3090637 
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[0 0 5 2] 



mmm e <z> s c g mmz & v^x, mm® e o^mnm^m l it 2 - 7* 

2 5mg) **[6#ftffiH#i:bTfcfc. 



3' -/<>^;i/-3-^D ; e-4' , 5-^^DD-2-tlFD^S/^>X 
7-U F (1 5 Omg) , ^^;i/3-^F (0. 2 0 0ml), Jfc8#U A ( 
17 8mg)Stf2-^;> (4ml) <D%^m*^ ^T'jttJf #bfco R 
«*CM*U9A (17 8mg) Sin*., 3 fi* 

*«M%DrBTftt#bfc*, iETT'iibfc #6ftfc*«SCG (*ffi 

^ ; n-A^-9-> : MX^;V= 1 6 : 1~4 : 1) T-^l/T, 3' -'O 1 / 
>f;I/ _ 3 _-/ D ^_4 > , 5-S?*nO-2-* h^r>>-N-^^;i/^>XT- 
UF(12 7mg) &fcfc#SftB#fcbT»fc. 
[0 0 5 3] 



3 _-f D ; E _5_^nDi?- i ;f-;i/^ (5 OOmg) , f*-^f-n'J F (0. 

2T8^rr: i, 2-,y^aDxj yrroiTTWDMF (ot~wtc 



(0. 3 3 3ml) &£H, 2-J?jrnnxjt> (12ml) SAD*., SfiT?* 

, «ffTT?««bfe. mbti&mmscG mmmm-^^y -.mm^ 

^=16:1-4:1) T?»*lbfc«, i?Xf ;i/X-f;i/tgfe#lt, 3' 
r; ^ 1/ _ 3 _- /nf -5-^on-4' -lb*^>Xr-'J F (4 4 mg 




i/>ffll^i (4 52mg), h'JxfjVT^ 



4 3 



ffiSE4#¥ 10-309 
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HJfiffl 1 0 

mmm 9 © s c G&mz&^x. mmm 9 <Dit^®<Dm^®& tr^ts®* 

~^>^/>f;i/-3-yD^-5-^Dn-4' h^S//<>XTnU K (6 
7mg) LTftfc. 

[0 0 54] 
HifeMl 1 

3-^D*-5-*nn-b-'J^;i/ie (5 0 0mg) % MJ7xr^77Y> 
(5 7 4m g), NBS (390mg) fttf*;?ni3*#> (20ml) ©*g-£ 

#tc, W?5-r>;-2-7Mn/<>y7x;> (5 1 4mg) 

WiZSCG mm,W.; n-^^y :B8if^=l 6:1-4:1) 

wax**, ^ x ^^ x -^&ofn-A^>©a#»iE^e,iiii fiL 

T. 3' -*yy4fr- 3 -7*n j E-5-^nn-4' -7^n-2-kFn 

n»ji 7©sc«i(cfevNT, mmmrrm^mo^hmmL^^ 

£BMHLT, 2-7^-3' -/<>^-f;i/-4' , 5-^DD/<>X7- 
U K (2 8mg) ZM&mtt&tLTmto 

[0 0 5 5] 
£ %ftf 1 3 

3-7*D ; E-5-^ntijW^ftF (341m g), 5-7*7-2 
-^n/Ol/7i;> (3 1 Omg) fttfx^y-^ (6ml) ©S^^^I 

Wh'J7Ah'J7th^#ntKU K (2 9 8mg) , (5ml) ft 
V*?tUU3L*y (12 5ml) fejn*., OlCT'iHWlfc, fiJ»«CB»x 

4 4 a}SE#¥ 10-3090637 
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(3 5 0ml) fcjflDA, Sol A, ttfrA£*-ejB«fcifc?*bfc. lil^D 
rBTffgfllbfeft, «ETT?»»bfc. #e>ftfc«S£&SCG ; n-/\ 

3fi*-> :»lfcxf-/l/ = 1 0 : 1-2 : 1) T*«f»bT, 5- [ (3-^0^-5 

no- 2 -t }fu^i/^yVJi) r^y] - 2-^dd^>!/7x;> (3 

5 5mg) -kM&ftlft&tLTmfco 

mmm 1 4 

3 -yn^- (2 5 0mg), 4-7^M> % ;7i; 

> (2 0 Omg) , HftfcU > (0. 0 8 7ml) Rtf^DD^> (5ml 
^ ) ©3S^«S:*»38aT-e3«Fra«i¥bfe. £)&%»g?x 
^Tfttfflbfcft, IffiS^SolA, «^*a*T?JB&ift#bfc 
. f«I*DrBt««Lfeft, «£ETT«*bfc. »£>ftfc«if£*: 2 -7n/t 
y-^t^x^^/x— r^/CDfi^jK^&lgaftbfeft, »»x*/l/fr&?f*gS 
4' -/<>^>f;i/-3-yD ; E-5-^Dn-2-iiFn^^K>xrx 

UK (4 6mg) bT#fc. 
[0 0 5 6] 

mmmi 5 

-f3#V[l, 2 -a] tTU 3 (6 5mg) , 4~T^7 

-3, 4' , 5-h'J^DD^>y7i;> (1 2 lmg) fctftTU (1. 
# 2ml) ©ffi^ftC, - 1 OT^TT^^STtU > (0. 0 5 9mrT£fX 
, - 1 51C1?9 O^-M^bfeo Sf&fctCSK&flD*., t)«*&»Sxf^Tiffl 
bfc«, iffiSSfiftAfi^^bfe. t»IS:DrBt«j|bfeft, ^EET 

T?»ttbfe. #&ftfe»8E&scG' (i&tsJR; ^nnt^A : *#/-;i/=4 9 

: i) T*mmvtz&. mm^^tn-^^y<DU^mm^hn^bx. n 

- [4- (4-^nD'<>!/>fA) -3, 5-^nD7i-^/] [1 
, 2 -a] fcTU*;>-3-*^/3K^$ K (2 7mg) &8E»fe»ttfii: bT# 
fc. 

1 6 

r;i/^>#H^T. f'j7ii^7-f> (i. i5g) > li (o. 19 

9ml) 6J:WDDjl*> (3 0 0ml) ©M&Mtl 5^WL 

4 5 10-3090637 
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fc. 6-^nn-3-t Fn*$/*^;i/-3* , 4' -^*F* 

i/^yVy^Jy (1. 20g) i: ^ □ n ^ ^ > (i5mi) ©„£^£*n;i 

, gj_ei 8l*|SI«^bfe. iR/S*l:*JBETT»*U, _HI©3 -^n^^f ;i/ 
-2, 6-s?^nn-3* , 4' -^h^i"<>i/7i;> (3. oog) & 

8-^^-6-^00-3, KD-2H- 1, 4 -^>X7|-^r-9-^ 

> (676mg) tDMF (3ml) ©„&%£, *#TT* 6 0 %± h U «7 A _ 
FU F (l 09mg) ZMtL. ifit2 0Wlf: o 

©3 -^n?^^- 2, 6-^nD-3' , 4' -^h^M>V7x; 

> (3. OOg) _ DM F (3ml) ©„£^£;&n*.> iSf4Sl)|#Lf:. 

(10 0ml) _flH*., #»xf-^/T?affiLfc|fe, ffi^D 

*lfe38SSSCG (MM ; n-^^ri^> : »»x^;i/= 10:1-3:1) T' 

»l5ILfeft, Tir N-h U^/i:^ nn*^offl^»«^bfl*SfibT, 3-[ 

(8-7*0 ! E-6-i'DD-3 f 4 - J/ _ FD - 2 H - 1 , 
>-4->f/I/) -2, 6-^00-3' , 4' -s;^ h*S//<>l/7 

x>>> (575m g) LT#fc. 

[0 0.5 7] 

_____ 

4-^nn7*^a**»(3. OOg), M^f-^S/V/l/T^F (8. 7 
5 ml) ^^T-feh-hU;!/ (10 0ml) ©I^t&Ml?lTT'4 tfW 

bfc £js*K:*_fli;t> 4^li_iif;i/-ei{fjifct, ftffiUlDrBt 

y> (3. 8 2g) _h;bx> (2 0 0ml) ina&»»T^4 l$R!3 0 

SCG (j&fflfc; n-Adp-y-> : Mx^;i/= 5 : 1) -eWSILfcft, P^)V 

It, 2-7^7-3' -^>!/>f^-4 f 4' -i/^nn/OX7-'JF (1 
64mg) ZM&mWMitLTmz. 



4 6 



ffiSE#¥ 10-3090637 
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mmm 1 8 

2-7^7 - 3' -^>y-r;i/-4, 4' -^aDWr-'JKdao 

mg) > ft&KSEgK (0. 0 6 0ml) X.ff\£VV> (5ml) ©$R£4fc*:gfiT 
2 3HWbfe. SMlc^x^;i/$:in^, SolA, l££ftlt ffi 
fDA«*TJB&«i&Lfc. ^«WI:DrBt«j|lfe«, *£ETT»ttbfe. # 
btlfcSSE&SCG (»ffi*; n-s\*Vy :St^X^;i/=9 : 1-7 : 3) T* 

? K-3' -^>l/^;i/-4, 4* -^DD'OX7-!IP (5 9mg) 

[0 0 5 8] 
H*fcMl9 

4' -^no-5- (5-M;7^/*D^^^/-lH-tf5 x /--n/-3->f^/ 
) -2-x>7-U K (1 6 3mg) , KypJl^US. K (0. 0 5 7ml). 
KSfcU tfA (6 lmg) StfDMF (2ml) Sfi"5 2 0 

f£b£ 0 (5 0ml) &fln*., ftfr£fi*TJE&iilsJ£U 

i&ffiift; n-^*^ :ftS*x?-/b=4 : 1) -ettlSUfcfk #»x^;i/i:n- 

^*vy<DU£mm->t>ftt>nm&LT. 5- (i-/o^-5-hU7^* 

n*^;v- rK^&rT^TU^a '->f/W -4" - * n a - > 7 - 'J F ( 

5 4mg) «r*fi»=RSi:LT^fe. 

0 

ft&ffSxf-^/fc'v^XJDSB'&ISiE^&lfjIgfiL/T, 5- (1 -/O.S7/1/-3 

- b ij 7 n ^ f ;v- 1 h - ^7 - 5 - >f ;v) -4' -^ao-2-f 

>7-U K (7mg) Zm&&ft8ttLT&fc. 

[0 0 5 9] 
£Jfc«2 1 

2-*nP7-U > (68mg), k?U (4 2mg) ft^nD;l*> 
(2ml) ®?g£&lC, 5- (1 -**JV-3- hV yftXUt^ft- 1 H-tT 

4 7 mSE#¥ 10-309 
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5 -4)1) -2-ft7i>AM-^^D V F (1 5 Omg) £ *; 

^nn^^> (l. 5mi) feflna., iST'3 0^r»lfe o M^icsoi 

^HM£D r AT'^ilfct, MJ±TT*aHL£: 0 #e>;ft£^£x# y 
k#MHLT. 2' -^Dn-5- (l-^f^-3-h'j7^D^f;i/-l 
H-l^./-;i/-5->f;i/) -2-x>7-U F (8 Omg) ZM&U&tLT 
#£„ 

HJfcM 2 2 

2-7SJ-1 -t^JlVU-frimm. (2 0 2mg), |£$e#y ?A (5 5 
3mg) , THF (2ml) &tf* (4ml) ©36^C» 5- (1-*^;]/- 

3 - h y 7;i/^-n^^;i/- l H-if^/-;t/- 5 --f;b) - 2 -f^7i>^ 

jK-Mn'JK (2 9 5mg) tTHF (3ml) feidiL^ iST'3 0«# 

& S o 1 A, *T?JB&ffi#Lfc. lil^Dr A«Lfct> *£ET*Tf««f 
Lfe. #&*lfeSSfeSCG (»BJ« ; n-/\^p^> : iiif^/=2 : 1-3 
: 2) T*3|iigL7c&, »»x^^fcn-/\^^>©«-^?g«E^e>S*SSLT, N 
- (1-^^-2-^0^) - 5- (1 - 3-hV7jn/*U*<f-JU 
" 1 H - If 5 J/ - ;i/ - 5 - A ;i/) - 2 - x > 7 ^ F ( 1 2 6 m g) £ $>J|& JM* 

"sfutw^; 

[0 0 6 0] 
£J6W2 3 

4-7S. J¥Vi?y (80mg) % So'lA (10ml) &&*?9UU*Zy 
(2ml) ©a^iC, 5- (l-^f^-3-h'j7^n)lf^-lH-e 

5->f;i/) - 2-^^-7 x>^;i/5Kx;i/^n ij f (2 0 3mg) 

?DD**;y (10 ml) SfiT?2 9l$|igj*#Lfc. IlSIiC^xf 

;b (5 0ml) Mx, Sol A, |«|&DrB 

T*ffi«Lfefk iffTt'^ibfc. fc*>*lfc«iSK:»|fcx^/U (3 0ml) £4 

«3£ife»-l, (0. 25ml) fcfln*., «£ETT?«i»tfe 

. mbftfr®%&mfaz*$ ; -jifrzmu&Lx, 5- a-*^;i,-3-h 

4 8 10-3090637 
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U7;i/tn^f;i/-iH-e7V f -;i'-5-^^ -n- (4-tfV$») -2 

-x>7aF&M (59mg) ^TOTOtltft. 

7 0%Xf-;b7^>*M (1ml) ^t^T H F (2ml) (Dil^lC 5- 

(i-^f-;i/-3 - hU7;i/?rn^^;v- 1 H-tT5!/-/i/-5->r ;i/) - 2- 

f^7i>*MK-;^n'J K (1 5 Omg) tTHF (2ml) 

5 - (1 -**JU- 3 - MJ 7Jl*U*^)\s- 1 H-t°^^/-;i/- 5 ->f /I/ 
) -2-x>T^K (9 6mg) £M&TO.lli:LT#fco 

[0 0 6 1] 
gtt#2 5 

2-7 ' J^y^J-Tu (6 8mg) , S o 1 A (1ml) Jtf^DD^iO 
(lml) 5- (l-^f^-5-h'J7^a^f^-lH-i; 

9!/-^-3->fA) -2-f^7i>AM^?n'JF (10 Omg) t V 
VUU**y (2ml) &iH;t, mMT'BmmmWLtz., JxfaW.K7k*M7L. £ 

t>:»9i^=4 : 1~2 : 1) J?If M-f^Wt 

T, 5- (i-^^;i/-5-hU7;i/^-n^^;i/-iH-tf^v r -;i/-3->f;i/ 

) _ N _ (2-f7y;;V) -2-f>7U* (6 8mg) £ bTff 

IM2 6 

3' -7tf;i/-4-^D0^>X7-yF (1. 0 0 g) £.*#J-fr (1 
0ml) ##TT?-^hy*<M h*S/K (2 5 7mg) SrinA, £ 

igt'2Wlf:. fij£*ic, MTtif^ h>j7;i/tn7t^-h (o 

. 5 2 2 ml) MS^Tt'3HWLfc. £J«IC7K (50ml) 

4 9 ffilE#¥ 10-30 
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»JI&DrBT?«jiL£«, MffiTTiSiiLfc. #e>tifeSffiS:SCG (^ffiM 
; n-/\dri?-> : 8»±ffl/= 2 : 1~1 : 1) rmMLX. &Jt£?frtW&&» 
fc 0 ;Wl/t: K9S?> (0. 1 2 2ml) , gf& (1ml) &tfx# 

/-/I/ (10ml) MISTt'l 5B£ISI8W¥Lfc. 

MffiTT^HLfe 0 »e>tifc«Sic»Sx^^/feiD^ Sol A, £§flj£i& 

«SS:SCG (*§&$; n-/\^-9-> : »»x*/l/= 6 : 1) TffcHRbfcft, g£ 

l - 5 - h U7Mn^f^- l H-tf5y-;i/-3 -^;i/) 

-UK (6 0mg) &fc&»ttfii:LTfcfc. 
[0 0 6 2] 

ftSMx^^ii^^-s-xoa-^flSfjSE^&SiiefiLT, 4-*nn-s* - (i 

3 - h y 7)\s-*u*3-)v- i H-tf5^/-;i/- 5->r ;i/) k>X7_ 

UK (13 4 nig) &fc£tMKftfcLT#fc. 

3 _-r 3 : ( 1 2 5 m g) _ v Sol A (10ml) M^n D>_ 

*y (2mi) oafg^tc, 5 - ( 1 - * 3 - nr^wn>T5F7i7=TrH 

5 ->r;i/) -2-f^7i>7!j;i/*-;^nij F (2 50mg) 
HVtUUtty (10ml) i£Ti8HWbfc 0 £fS$lc*n 

naM/A (3 0ml) fc**, Ufc e tiI5:DrB«t 

fcft, *ffT-e»libfc. #e>*lfcSi£&SCG (MM; n -^tty : Wm 

x^;i/=9 : i~i : i) vmmbtc^ wMx-mt^vyom&mmfrtb 

5-T^y-l- [5- (l-^f^-3-h'j7^*n^^- 
1 H-tf9 x /-;b- 5--f;i/) -2-5V-f;i/| - 1 H-fcT^/-;i/ (7 2mg 

) ^nm^tbxmr^ 

[0 0 6 3] 

mmw2 9 

5 0 ffiSE#¥ 10-3090637 
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£MM2 8©SCG#tgfC;l3^T, Ilfi|2 S <Dit^<D^^lHLt^it^ 

m^mm^nyt^^y(DU^mi)^n^bx, 3-7$ j-i- [5- 

(i-^f;i/-3-h'J7Mn^f;i/- iH-tf7^-;v-5->f;i/) - 2- 

tV-OI/] -lH-fc^/-/b (2 8mg) fc ilLTfcfc. 

T*{c^-r^»j3 o~i3 KD^m*. mm&mmik&%5Z%^T. rm 

7-2 4 icHiiWt:^©#^^ti«ft^Wtt^ Z*?c m*a>m^\mT(D 

Kf. : Ex. : Sy : m&t& (Mtf>#L3llC<fc U 

igb^Bffm©IIWJO^-tl:^1-) , Str : fcagsS, Dat : tfStt^lftffi^ Sa 
l : i£, m P : fifcj£L dec : NMR : Ml/ (4#S3bfc^l8 

»JDMS0-d6, WSmmm) 8 :, m/z : (m/z) , Anal : 5c3g# 

4fftf, calcd. : ff-JHI, found : gfflfa Ac : 7 J £?fr£ B 
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C*5] 



Rf. 


Dat 


1 


m/z: 257(GC-EI,lvr) 1 271(GC-El,ivr) 

NMR(CDCLl) 1.17Ct, OCH2CH3):3.86(s, OCH3)=^l4:l(S^it) 


2 


m/z: 227(GC-EI,M*), 241(GC-EIJVO 

NMR(CDC13) 0.99(t, OCH2CH3*3.64fs. OCH3Hft4:lfli#lt) 


3 


NMR:0.11(6H,s),0.94(9H,s),4.72(2Hs)J.24(lH,ddJ=8.0,2.0HzX7.30(lH,d,J=2.0Hz), 
7.48(lH,cU=8.0Hz). 


4 


NMR:2.38(lH,a^.0Hz),3.94(3H ) s),3.96(3^ 

,7.16(lH,dd,J=8.0,2.0Hz),7.40(lH,d,J=8.0Hz) > 7.58(lH,d,J=8.0Hz) J 7.63(lH,d,J=2 

.0Hz). 


5 


NMR:4.72(2H,s),6.9(KlH,d,J=2.4Hz),7.30(lH,d,J=2.4Hz),10.96(lH,brs). 


6 


NMR:3.28-3.32(2H,m), 4.1 6-4.2 l(2H,m), 6.60(lH,d,J=2.7Hz), 6.73(lH,dJ=2.lHz) 


7 


NMR(CDCb): 4.01(3H, s), 6.64<1H, s), 7.15(1H, dd, J=5.2, 3.7Hz), 7.21(1H, dd, 

T— 1 7 1 7 A7MH AA T=S ? 1 %TJt\ 
j— j.i, i.jnz), i.tiyin, uu, j j.^, i.jru.) 


8 


NMR(CDCb): 6.72(1H, s), 7.10-7.15(1H, m), 7.30(1H, dd, J=4.1, 1.1Hz), 7.38- 
7.42(1H, m), 10.66(br) 


9 


NMR(CDCb): 4.32(3H,s), 6.90(1H, s), 7.45(1H, d, J=3.3Hz), 7.93(1H, d, J=3.0Hz) 


10 


NMR(CDCb): 2.29(3H, s), 7.16(1H, dd, J=5.2, 3.7Hz), 7.25(1H, dd, J=4.0, 1.0Hz), 
7.44(1H, dd, J=5.4, 1.0Hz), 10.86(1H, brs) 


1 1 


NMR(CDC13): 1.40(3H,t,J=7.1Hz), 4.39(2H,q,J=7.1Hz), 6.79(lH,s), 7.28(lH,d,J=4. 
2Hz), 7.76(lH,d,J=4.2Hz), 11.46(lH,brs) 


12 


NMR(CDCb): 1.40(3H, t; J=7.3Hz),"4 05(3H, s),-4.39(-2H, q, J=7.0Hz), 6.71(1H, - 




s), 7.20(1H, d, J=4.5Hz), 7.80(1H, d, J=3.5Hz) 


13 


NMR(CDCb): 1.41(3H, t, J=7.2Hz), 4.33QH, s), 4.41(2H, q, J=7.2Hz), 6.97(1H, 
s), 8.44(lH,s) 


14 


NMR(CDC13): 1.38(3H,t,J=7.2Hz), 1.52(3H,t,J=7.4Hz), 4.30(2H,q,J=7.2Hz), 4.36(2 
H,q,J=6.9Hz), 6.81(lH,s), 7.27-7.30(lH,m), 7.72-7.75(lH,m) 


15 


NMR(CDQ.l): 1.40(3H,t,J=7.2Hz), 1.50(3H,t,J=7.2Hz), 4.31-4.43(4H,m), 6.67(1H, 
s), 7. 16-7.1 8(lH,m), 7.78-7.81(lH,m) 


16 


NMR(CDCl3): 1.38(3H,t,J=7.1Hz), 1.56(6H,d,J=6.8Hz), 4.36(2H,qJ=7.2Hz), 4.58- 
4.69(lH,m), 6.78(lH,s), 7.29(lH,d,J=3.9Hz), 7.73(lH,d,J=3.9Hz) 


17 


NMR(CDC13): 1.40(3H,t,J=7.1Hz), 1.53(6H,cU=6.8Hz), 4.39(2H,q,J=7.0Hz), 4.71- 
4.82(lH,m), 6.62(lH,s), 7.14(lH,d,J=3.9Hz), 7.80(lH,d,J=3.5Hz) 
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Dat 

NMR: 2.28(3H, s), 7.53(1H, d, J=3.9Hz), 7.81(1H, d, J=3.9Hz), 13.53(1H, brs), 
14.11(lH,brs) 



Rf 
18 



19 



20 



NMR: 1.39(3H,t,J=7.2Hz), 4.37(2H,q,J=7.2Hz), 7.15(lH,s), 7.53(lH,<U=3.9Hz), 7. 
80(lH,d,J=3.9Hz), 13.46(lH,brs) 



21 



NMR; 1.49(6H,d,J=6.8Hz), 4.57-4.68(lHM 7.32(lH,s), 7.47(lH,cU=3.9Hz), 7.50 
(lH,(U=3.9Hz) 



22 



NMR; 1.44(6H,d,J=6.9Hz), 4.77-4.88(1 H,m), 7.08(lH,s), 7.48(lH,d,J=3.9Hz), 7.80 
(lH,dJ=3.6Hz) 



23 



24 



25 



26 



27 



28 



29- 



30 



31 



32 



NMR: 1.42(3H,U=7.1Hz), 4.30(2H,q,J=7.2Hz), 7.46(lH,s), 7.58(lH,<U=3.9Hz), 7. 
71(lH,d,J=3.6Hz), 13.18(lH,brs) 



NMR: 7.07(lH,s), 7.60(lH,d,J=3.7Hz), 7.76(lH,d,J=3.7Hz), 14.42(lH,brs) 



NMR: 4.06(3H, s), 7.18(1H, s), 7.59(1H, d, J=3.9Hz), 7.80(1H, d, J=3.9Hz), 
13.44QH, brs) 



NMR: 4.26C3H, s), 7.56(1H, s), 8.52QH, s) 



NMR(CDCl 3 ):0.40(s > 3H), 0.40(s, 3H), 0.95(s, 9H), 7.09(1H, dd, J=4.8, 4.0Hz), 
7.45(1H, dd, J=4.8, 1.4Hz), 7.57(1H, dd, J=3.6, 1.4Hz) 



NMR(CDC1 3 ):7.76(1H, d, J=3.9Hz), 7.86(1H, d, J=3.9Hz), 8.60(1H, s), 13.56(1H, 
brs) 



NMR(CDCb): 4.09(3H, s), 6.78(1H, s), 7.30(1H, d, J=4.4Hz), 8.00(1H, d, 
J=3.9Hz)_ ; 



NMR(CDCb): 1.54-1.56(9H+H20,m), 4.00(3H, s), 6.50(1H, d, J=3.6Hz), 6.57(1H, 

^T679lIlHrdr^3T9Hz) 



NMR: 3.96(3H, s), 6.29(1H, d, J=3.9Hz), 6.77(1H, s), 7.09(1H, d, J=3.9Hz), 7.1 
(br) 

m/z: 247(MM1C1) 



m/z: 312(M*+H) 



m/z: 277(MjtH) 
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Rd 



Ex. 


Sy 


Ra 


Rb 


Rd 


R 6 


Re 


Rf 


Dal 


1 




OH 


Br 


CI 


H 


4-C1 


H 


mp.: 171-172^ 


2 


- 


OH 


Br 


CI 


H 


H 


H 


mp.:145-l47 o 

NMR:7.54-7.63(4H,m),7.68-7.73(lH,m 
),7.76-7.80(2H,mX7.95(lH,d,J=2.4 
Hz),8.03-8.07(lH,m),8. 1 0-8. 1 1(1H 
,m),8. 1 7(lH,d,J=2.0Hz), 1 0.85(1H, 
s),12.67(br> 


3 


- 


H 


CI 


a 


H 


4-C1 


H 


rap.: 169-170°C 


4 




OH 


H 


H 


H 


4-C1 


H 


NMR(CDC13): 6.92(lH,td,J=8.0, 1.2H 
z), 7.03(lH,dd,J=8.8, 1.2Hz), 7.4 
3-7.51(4H,m), 7.55-7.65(3H,m), 
7.79-7.87(3H,m), 8.32(lH,s), 11. 
68(lH,s) 


5 




OAc 


H 


H 


H 


4-C1 


H 


NMR(CDC13): 2.32(3H,s), 7.16(lH,dd 
,J=7.6, 0.8Hz), 7.36(lH,td,J=7.6, 
1.6Hz), 7.43-7.56(4H,m), 7.58-7 
.64(2H,m), 7.78(lH,d(U=8.8, 2.4 

- - H*),-7 ; 81-7.86(3H,in),-8.15(lH,br 

S) 


6 




OAc 


Br 


a 


Ac 


4-C1 


H 


Anal calcd. for C24Hl6BrCl2N05. 0.7 
5H20 : C,5l.23;H,3.13;N^.49JBr 
,14.20;C1,12.60. found : C,51.08 
;H,2.91;N.2.49;Br, 14.07;CU2.94 


7 




OAc 


Br 


a 


H 


4-C1 


H 


NMR(CDCl3): 2.37(3H,s), 7.43-7.52( 
3H,m), 7.56-7.66(2H,m), 7.67-7.7 
7(3H,m), 7.81-7.86(2H,m), 7.94( 
lH,brs) 



ffi§E4$¥ 10-3090637 
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g 




OMe 


Br 


CI 


Me 


4-C1 


H 


NMR(CDC13): 3.46(3H,s), 3.86(3H,s), 
7.07-7. 14{3H,m), 7.29(lH,m), 7. 
44-7.52(3Rm), 7.56-7.65(3H,m) 


9 




OH 


Br 


a 


H 


4-OEt 


H 


mp.: 188-1 89°C 


10 




OH 


Br 


a 


H 


4-OMe 


H 


mp.: 179-180^ 


11 




OH 


Br 


a 


H 


4-F 


H 


mp.: 139-140t 


12 




NHz 


H 


a 


H 


4-C1 


H 


mp.: 167-168^C 


30 


1 


OH 


ci 


H 


H 


4-C1 


H 


mp.: 198-199t 


31 


1 


OH 


CI 


a 


H 


4-C1 


H 


mp.: 169-1 70°C 


32 


1 


OH 


H 


OH 


H 


4-C1 


H 


mp.: 236-237^dec) 


33 


1 


OH 


H 


Me 


H 


4-C1 


H 


mp.: 195-196^ 


34 


1 


H 


Br 


Br 


H 


4-C1 


H 


mp.: 180-181^ 


35 


1 


OH 


H 


CI 


H 


4-C1 


H 


mp.: 208-209t 

NMR(CDCb): 6.94(lH,d,J=9.2Hz), 7. 
33(lH,dd,J=8.8, 2.4Hz), 7.44(1H, 

7.63(lH,t,J=7.2Hz), 7.79(lH,dJ= 
2.4Hz), 7 82-7.87(2H,m), 7.96(1 
H,dd,J=8.8, 2.4Hz), 8.10(lH,d,J= 
3.2Hz), 10.36(lH,s), 11.92(lH,br 
s) 


36 


1 


OH 


H 


F 


H 


4-C1 


H 


mp.: 195-196t 

NMR: 7.00(lH,dd,J=9.3, 4.8Hz), 7.31 
(lH,td,J=8.4, 3.0Hz),7.56-7.80(7 
H,m), 7.88-7.95(2H^n), 10.59(1H 

^V-lWSttllbrs) 


37 


1 


OH 


H 


Br 


H 


4-C1 


H 


mp.: 225-226^ 


38 


1 


OMe 


Br 


CI 


H 


4-C1 


TT 

H 


mp.: 137-138t 

NMR: 3.81(3H,s),7.56-7.64(3H,m), 7. 
68-7.80(4H,m), /.oS-/.ey(/n,mj, 
7.95(lH,d,J=2.4Hz) } 10.79(lH,br 
s) 


39 


1 


OH 


Br 


CI 


H 


4-C1 


CI 


mp.: 212-215 e fc 


40 


1 


OH 


Br 


CI 


H 


4-C1 


Br 


mp.: 207-210^ 


41 


1 


OH 


Br 


CI 


H 


4-CI 


F 


mp.: 157-160^ 

NMR:7.43(2H,t,J=8.8Hz),7.67(lH,d,J= 
8.6Hz),7.83-7.95(5H,m),8. 13(lH,d 
,J=2. lHz),10.84(lH,brs) > 12.48(1H, 
brs) 
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42 


1 


OH 


Br 


CI 


H 


4-C1 


Me 


mp.: 203-206°C 


43 


1 


OH 


Br 


CI 


H 


4-C1 


OMe 


mp.: 189-193t 


44 


2 


OH 


Br 


CI 


H 


2-C1 


H 


mp.: 191-194^ 

NMR:7.57-7.62(2H,m),7.65-7.74(2H,m 
),7.77-7.81(3H,m),7.97(lH,d,J=2.4 
Hz),8. 13(lH,d,J=2.8Hz),8.21(lH,d 
,J=2.0Hz),11.17<lH,brs) 






OH 


Br 


CI 


H 


4-AcNH 

i rivl ^ll l 


H 


mo - 267-268°Cfded 

JUL/,. £*\J 1 ±*\J\J VIUW J 


46 


2 


OH 


Br 


CI 


H 


4-Br 


H 


mo* 185-186°C 

NMR: 7.59(2H,U=7.8Hz), 7.70-7.86( 
6H,m), 7.93(lH,d,J=2. 1Hz), 8.10( 
lH_d.J=2 1Hz) 


47 


2 


OH 


H 


OMe 


H 


4-C1 


H 


mp.: 178-179t 

NMR: 3.74(3H,s), 6.93(lH,d,J=8.7Hz) 
, 7.07(lH,d(U=8.7, 3.0Hz), 7.42( 
1H.<LJ=3 3Hz) 7 55-7.64(3H,m), 

•7 *7n 7 CA/"JH 7 Sift 7 04/714 m 

), 10.59(lH,s), 11.06 (lH,s) 


48 


2 


OH 


H 


N02 


H 


4-CI 


H 


mp.: 235-236°C 


49 


3 


H 


H 


H 


H 


4-C1 


H 


NMR(CDCl3): 7.43-7.50(5H,m), 7.54- 
7.63(3H,m), 7.82-7.88(5H,m), 8.0 
6(lH,brs) 


CA 

50 


3 


ri 


IT 

rl 


Ul 


TJ 




n 


NMR(CDC13): 7.41-7.48(4H,m), 7.53( 

1 -m- T 111 t o fi /\ 1 Oil \ T M 

111,(1(141=8.8, 2.0, 1.2Hz), 7.57- 

7 fW7I4 trrt 7 7^1H A\ T=8 0 1 

2Hz), 7:82-7.87(4H,m), 8:00(1H, 


















brs) 


51 


3 


H 


Br 


H 


H 


4-Cl 


H 


NMR(CDCl3): 7.35(lH,tJ=8.0Hz), 7. 
43(lH,(U=8.8Hz), 7.47(2H,y=8. 
0Hz), 7.58(lH,d,J=2.4Hz), 7.63(1 
H,tt,J=8.0, 1.2Hz), 7.67(lH,dddJ 
=8.0, 2.0, 0.8Hz), 7.76-7.83(3H, 
m), 7.85(lH,dd,J=8.8, 2.4Hz), 8. 
01(lH,t,J=2.0Hz), 8.15(lH,brs) 


52 


1 


OH 


Br 


CI 


H 


4-Me 


H 


mp.: 163-166t 


53 


1 


OH 


Br 


CI 


Me 


4-Cl 


H 


mp.: 160-163^ 
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Ex. 




A 


Dat 


54 






NMR(CDCl3): 7.39-7.49(5H,m), 7.57(lH,<U=2.4Hz), 7.61(1 
n,tt,J— 1.2, I.ZnzJ, /.oz-/.oot4ii,m/, o.umiri,aa,j— Z.u, 
1.2Hz) 


55 


1 


N 


mp.: 173-174°C 


56 






mp.: 129-130°C 


57 


1 




mp.: \%-\9TC 


58 






mp.: 195-196°C 


59 




OH 


mp.: 128-129°C 

NMR: 7.47-7.52(lH,m), 7.56-7.66(4H,m), 7.70-7.80(3H,m), 
8.04-8.1 l(2H,m), 8.27(lH,dd,J=4.4, 1.1Hz), U.18(lH,s) 
, 11.79(lH,s) 










"60 








61 






mp.: 204-205°C 


62 






mp.: 154-155t 


63 




OH 

Jr 


mp.: 212-213°C 

NMR: 7.02-7.05(2H,m), 7.56-7.63(3H,m), 7.71-7.79(3H,m), 
7.85-7.89(2H,m), 7.92(lH,dd,J=8.8,2.4Hz), 
10.55(lH,brs), 11.80(lH,brs) 



5 7 
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Ex. 




Str 


Dat 


13 


- 


ly 1 H 0 

m 


s), 6.65(lH,d,J=2.8Hz), 6.71(lH,dd,J=8 
.4, 2.8Hz), 7.16(lH,d,J=2.4Hz), 7.24(1 
H,d,J=7.2Hz), 7.41(lH,d,J=2.4Hz), 7.4 
6f2H.U=8 0Hz) 7 57-7 62nH.m) 7 7 
9-7.84(2H,m) 


14 




0 

ky 1 H 
CI 


mp.: 213-216^C 

NMR:7.55-7.61(2H,m),7.66-7.71(lH,m),7.73 
-7.77(2H,m),7.82(2H,d r r=8.8Hz),7.91(2 
H,d,J=8.8Hz),7.95(lH,d,J=2.8Hz),8.16(l 
H,d,J=2.8Hz),10.97(lH,s) 


15 


- 


CI o 

C N A w cM cl 

N-f H 


mp.: 229-23 It 

NMR(CDC13): 7.08-7. 12(ln,m), 7.4o-7.52( 
3H,m), 7.76-7.82(5H,m), 7.91(lH,brs), 
8.28(lH,brs), 9.51-9.53(lH,m) 


16 

1 KJ 




Br A N ^V^OMe 
k^J CI 0 


mp.: 205-206°C 


17 






mp.: 179-181°C 






AcNH O frv cl i^i - 


mp.: 222-225°C 

NMR: 2.07(3H,s), 7.30(1 H,dd,J=8.3,2.4H 


18 


- 


C| AJJ H O 


z), 7:57^7^4(3H,Tn)^^l-7r79(4H^ 
), 7.87-7.92(2H,m), 8.21(lH,d,J=2.0 
Hz), 10.38(lH,brs), 10.72(lH,brs) 


64 


2 


OH 0 (f^ 

CI kJJ 


mp.: 203-206°C 


65 


2 


CI 


mp.: >300 9 C 

NMR:7.34-7.39(lH,m),7.59-7.64(2H,m),7.77 
(lH,d,J=7.6Hz),7.82(lH,d,J=8.4Hz),7.88 
(lH,dd,J=8.0,l .6Hz),7.94(lH,d,J=2.0Hz) 
,8.03(lH,d,J=1.6Hz),8.16(lH,d,J=2.0Hz) 
,10.86(lH,s),12.59(lH,brs) 
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66 


2 




NMR(CDC13): 7.00-7.06(4H,m), 7.13(lH,tt, 
J=7.3, 1.1Hz), 7.32-7.39(2H,m), 7.44-7 
.53(3H,m), 7.70(lH,d,J=2.6Hz), 8.02(1 
Rbrs) 12 36flRs) 


67 


2 


CI 


NMR(CDC13): 6.86(lH,dU=7.0, 2.2Hz), 7. 
04-7.07(2H,m), 7.15(lH,tU=7.3, 1.1Hz 
), 7.23-7.26(lH,m), 7.30-7.40(4H,m), 
7.50(lH,d,J=2.2Hz), 7.70(lH,(iJ=2.6Hz 
), 7.96(lH,brs), 12.20(lH,s) 


68 


2 


OHO rf^ 

Br vVW 


mp.: 144-145°C 


69 


13 


Br^KjQt^^ 
0 

CI 


mp.: 166-167°C 


70 


1 


CI o 

CI 


mp.: 235-237^ 

NMR(CDC13): 6.30(lH,s),7.32(lH,d,J=2.4H 
z),7.48-7.51(2H,m),7.75-7.78(2H,ni),7.8 
8(2H,s),8.31(lH,dJ=2.4Hz),8.38(lH,brs 

) 


71 


1 


ly 1 0 O 


mp.: 184-!85t 






CI 




72 


1 


ly 1 o o 

CI 


NMR: 3.90-3.93(2H,m), 4.44-4.47(2H,m), 
7.29(lH,br), 7.50(lH,d,J=2.5Hz), 7.54- 
7.58(2H,m), 7.66-7.78(5H,m), 7.81(1H, 
dd,J=8.3,2.5Hz) 


73 


14 


^ O 0 
CI 


mp.: 156-157°C 


74 


16 


CI o 

CI 


mp.: 193-194^ 

NMR: 3.46(2H,m), 4.39(2H,m), 4.47(2H,s), 
6.49(lH,d,J=2.0Hz), 6.93(1 H,d,J=2.0H 
z), 7.27(2H,s), 7.47(2H,dt,J=8.4,2.0Hz) 
, 7.76(2H,dt,J=8.4,2.0Hz) 
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Ex. 


Sy 


D 


Dat 


19 


- 




rap.: 190-192t 

NMR(CDC13): 5.45(2H,s), 6.89(lH,s), 7.26-7.29(2H, 
m), 7.31-7.35(6H,m), 7.55-7.61(4H,m) 








m/z:462(FABX + 0 

NMR(CDC13): 5.53(2H,s), 6.76(lH,s), 7.01(1H,<U=3 
.9Hz), 7.05-7.08(2H,in), 7.29-7.36(5H,m), 7.51( 
lH,d,J=3.9Hz), 7.53-7.61(3H,m) 


75 


1 


Me 


JNMK. 4.uy{Jxl, S;, /. 151,1x1, s^, i. t w\zn, a, 
J=8.7Hz), 7.64(1H, d, J=4.4Hz), 7.78(2H, d, 
J=9.3Hz), 8.10(1H, d, J=4.0Hz), 10.48(1H, s) 


76 


1 




mp.: 246-247t 


77 


1 


F 3 C 


mp.: 220-221t 


78 


1 




mp.: 177°C 

NMR(CDC13): 1.51 (3H,t,J=7.3Hz), . 4.3.6(2H,q,J=7.3H 
z), 6.69(lH,s), 771(lH,d,J=3.9Hz), 7.34-7.38(2 






F 3 C 


H,m), 7.56-7.60{2H ) m), 7.61(lH,<y-3.9Hz), 7.6 
6(lH,brs) 


79 


1 




mp.: 188-190t 


80 


1 


F 3 C 


mp.: 205-210^ 

NMR(CDCl3): 1 .54(6H,d,J=6.8Hz), 4.73-4.83(lH,m), 
6.64(lH,s), 7.17(lH,d,J=3.9Hz), 7.34-7.37(2H, 
m), 7.56-7.60(2H,m) > 7.61(lH,d,J=3.4Hz), 7.67( 
lH,brs) 


81 


1 


F 3 C Me 


mp.:276-278°C 

NMR: 2.30(3H, s), 7.44(2H, d, J=8.8Hz), 7;57(1H, d, 
J=3.9Hz), 7.78(2H, d, J=8.8Hz), 8.09(1H, d, 
J=3.9Hz), 10.46(1H, s), 14.09(1H, s) 


82 


25 


tr 


mp.: 203-206°C 



6 0 
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« 1 4 1 .. . 


83 


19 


F 3 C Me 


NMR: 2.32-2.36(3* m), 3.99(3H s, 7.42 (2H, d, 
J=8 8Hz), 7.49(1H, d, J=3.7Hz), 7.77(2H d, 
J 9lHz\8.0?P» H I=3 8HzV10.39(1H,s)_ 


84 


20 


Me 

F 3 C Me 


mp.: 192-196^ 

nU: 2.15(3H, s), 3.91(3* s) . J 
J=9 2Hz), 7.50(lH, d, J=4.3Hz), 7.77(2H, d, 
T=9 1HzUl4(lF H 1=3 THzY 10.50(1H, 


85 


1 


F 3 C 


7 940H,d,J=3.9Hz), 8.07(1 H,d,J=3.9Hz), 
8.590H,br<* 10.52niibrs) 1 
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Ex. 




A 


Dat 


21 




CI 


mp.: 156t 

NMR(CDCb): 4.08(3H, s), 6.74(1H, s), 7.13(1H, td, J 
=7.8, 1.5Hz), 7.24-7.27(lH, m), 7.32-7.37(lH, m) 
, 7.44(1H, dd, J=7.8, 1.5Hz), 7.66(1H, d, J=3.9H 
z), 8.32(1H, s), 8.48(1H, dd, J=8.3, 1.4Hz) 


22 




Me 


mp.: 158-159°C 

NMR: 3.44(3H, s), 4.07(3H, s), 5.90-5.92(lH,m), 5.98 
(1H, t, J=3.2Hz), 6.67-6.70(lH, m), 7.16(1H, s), 
7.62(1H, d, J=3.9Hz), 8.03(1H, d, J=3.9Hz), 10.1 
2(1H, s) 


23 






mp. :247°C(dec) 

Anal calcd. for C15H11F3N4OS. HC1: C, 46.34; H, 3.11 
; N, 14.41; S, 8.25; CI, 9.12; F, 14.66. 
found: C, 46.19; H, 2.99; N, 14.39; S, 8.13; CI, 
9.07; F, 14.72. 
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r*i 71 ; — ■ 1 


24 


n 
> 

Et 


136 137^C 1 
Lr: 1-14(3H, t, J=7.1Hz), 4 4.05(3 
H, s) 711(1H, s), 7.54(1H, d, J=3.9Hz), 7.81(1 
H i'j-3.9^ 8 65HR t. J=5.4Hz) _ 


88 1 


r 

^OH 


np.: 185-1 %6°C 

i: 4.08(3H, s), 6.76(2H, d, ^.H^ 7 ISgH. * 

7 48(2H, d, J=8.8Hz), 7.61(1H. d, J=3.9Hz) 8.0 

_ _ ■ ¥ inu ,\ q-sohh O 10 17(1H, s) 1 

4(1H d. J=3.9Hzk 9. J A in, s;, — <£ 


89 3 


i 

Me 


WDcS: C 2.35(3H, s), «X "X J 
19(2H, d, J=8.3Hz), 7.22(1H, d, J^9Hz) 7.4* 
2H, d?J=8.3Hz) > 7.60(1H, d, J=3.9Hz), 7.65QH, | 

s) — — " 

NM^M) C 2.35(3H, s), 4.060ft ^J 7 * 1 * 

13-7.18(1H, m), 7.22(1H, d J=3.9Hz), .23 -7J0( 
2H, m), 7.58(1H, s), 7.61(1H. d, J=3.9Hz), 7.86( 
m A T=7 8Hzl ._ —A 


90 3 


91 3 

92 3 


CI 
F 

u 


* 181 183°C 1 

^x ZVVw 1 ^. 8 W s), MXIH 
. d. J=8.8Hz) 

mi> m 14 Jlo^o' ^ 7 liMH *k 7 22-7 36(3H, m), 7.5 
NMR: 4.08(3H, s), 7.18(1H, s), i.u J ™v . '> 

9(1R t, J=7.8Hz), 7.64(1H, d, J=3.9Hz), 8.10(1H 

,_j._J=3^HzI_lX).33aH,- «) + 

'mp.'. 129-130^ 

NMR(CDCb): 4.07(3H, s), 6.72(1H. ^J^ 7 ^ 0 ^ 
m), 7.23(1H, d, J=3.4Hz), 7.37-7.42(2H, m), 7.60 
-7.63(3H, rn\ 7 66HH. s) . 


93 21 


94 21 




126 127°C 

SKCDCb): 4.04(3H, s), 4.61(2R ^° 
-6.40(1H, m), 6.68(1H, s), 7.17(1H, d J-3.4Hz), 
7.27-7.35C4H, ~) 7AQMR d. J-3.9Hz) 


95 25 
1 




mp.: 189-192^ 

i 4.09(3H, s), W"W^SizU 
9Hz), 7.72-7.77(2R m), 8.09(1H, d, J-3.9Hz), 1 

0.42HR brs) 
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96 25 

97 25 


v _ Imp.: 191-192^ 

HQ NMR(CDC1 3 ): 4.07(3H, s), 6.73(1H, s), 7.24(211, d J 
Br 3.9Hz), 7.49-7.54(3H, m), 7.62(1H, d, J=3 9Hz) 
7 67C1R brs\ 

— 1 ' .vi^ ill, VlQ^ 

mp. .127-129^ 


9 


98 3 


R : 

VJjl mp.: 285-287°C(dec) 




99 3 


mp.: 180-185°C 

_S Anal calcd. for C14H10F3N3OS2. 0.25H2O- C 4647- H 
2.92; N, 11.61; S, 17.72; F, 15.75 ' ' ' * 
found: C, 46.37; H, 2.71; N, 11.44; S, 17 72- F 
15.65. »•.«■, 




100 3 


mp.: 185-18 / C 

NMR(CDCb): 4.07(3H, s), 6.73(1H, s), 7.25(1H, d J= 
ifN 3.9Hz), 7.35(1H, dd, J=8.3, 4.8Hz), 7.68(1H, d J 
v =3.9Hz), 7.95(1H, s), 8.26(1H, ddd, J=8.3, 3.0 1 
.4Hz), 8.42(1H, dd, J=4.7, 1.7Hz), 8.68(1R d J= 
2.5Hz) 


101 1 3 


mp.: 166-168°C 

\ NMR(CDCb): 4.07(3H, s), 6.72(1H, s), 7.13(IH, dd, J 
y =4-9, I.5Hz), 7.23(1H, d, J=3.9Hz), 7.31(1H, dd 
J=5.2, 3.2Hz), 7.60(1H, d, J=3.9Hz), 7.68(1H d 
d, J=3.0. 1.5Hz\ 7.97(1R s ) 


^02| 21 


mp.: 235-238°C 

(1H, d, J=3.9Hz), 7.65(1H, d, J=3.9Hz), 8 28(ltt 
bra), 12.94HH. hrrt V ^ 


103 21 




mp. :207-2 10°C 


104 25 


X) 


mp.: 140-141°C 

NMR: 1.10-1.20(1H, m), 1.24-1.37(4H, m), 1.58-1 66( 
1H, m), 1.69-1.79(2H, m), 1.79-1.89(2H, m) 3 67 
-3.78(1H, m), 4.05(3H, s), 7.10(1H, s), 7.53(1H 
d, J=3.9Hz), 7.87(IH, d, J=3.9Hz), 8.38(1H, d J 
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Ex. Sy 
25 


A 


Pat 

ip.: 244-246^ J 




105 1 1 

106 1 1 
"107 1 1 


JO 


^7223^24^ j 
^^TlSMST^j 

mp.-. m-m°c 


108] 1 

mo 1 ^ 
\\)y | J 

111 1 21 

~m\ 21 


""XT 


mp.-.liT^C 
l^p7224526€ 1 

l^pTTsTiiT^ 

mp.: 205-207^ | 
mp.. 234-236^ 

""mpTSC 




~n3|2T 

*" 114 1 


116 1 25 




""mp.: 207°C(dec) 


138 2l 
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F 3 C 



CF, 



Ex. I Sy 



Dat 



117 ] 



Kl JiJ plR: 7.49(1H, td, J=7.3, 1 0Hz) 7 54rm trf t-<7< 

ml , I 13 J^r 0 ' K : 196-197t ■ 

J " N r^ NMR: 7.60-7.67(4H m) 7jnnw x 
I I O i m^riH • -r) 82(1H > s >> 79 9-804(4H, ml 

H Vn Up.: 144-145^ 

"y+S pMR: 2.64(3H, s), 7.61(2H, d, J=8 8Hz) 7 82HH 
4Hz), ll.nflH, s) 1 



119 1 



120 ] 



I— OhVn K Z: 437 (FAB, MT+1) 

i2ii 25 ^ nss 0 ^^ 

Me 



122 



QH B v-N, Imp.: 126-129°C 
-Vs* NMR(CDCb): 2.94(3H, s), 7.10(]H s) 753QH A 1 

1 Z-9K2H, d, J=9, 2Hz), I1.Q5HR .0 
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Ex. 




Str 


Dat 




26 




Me •r/V^^ J V^l 
CF 3 Cl 


mp.: 173-175°C 




27 


- 


Me A O 


mp.:150-153°C 


28 




Me "^y-v 
F 3 C ° 


mp. : 126-128°C 

NMR: 4.09(3H,s), 5.44(1 H,d,Jp2.0Hz), 6. 
86(2H,brs), 7.22(lH,s), 7.58(lH,dJ= 
2.0Hz), 7.66(1 H,d,J=4.4Hz), 8.30(1 
H,d,J=4.4Hz) 


29 




NH, 

/ o 


mp. : 144-146°C 

NMR: 4.10(3H,s), 5.89(2H,brs), 6.07(1H, 
d,J=3.4Hz), 7.17(lH,s), 7.65(lH,d,J= 
3.9Hz), 8.22(lH,d,J=3.4Hz), 8.31(1 
H,d,J=3.9Hz), 


124 




Me 

\A */ v> II 1 tl 

F S <T ° V 


mp.. ijj-ijj w 


125 


13 


H 

yd 1 l| 

f 3 c ^ci 


mp.: 113-115°e 


126 


13 


Me _ H 
F 3 C ^Cl 


mp : 92-94"C 

NMR(CDCb): 3.99(3H, s), 4.18(1H, brs) 
, 4.53(2H, d, J=4.9Hz), 6.58-6.63(3 
H, m), 7.01-7.04(1H, m), 7.06(1H, 
d, J=3.9Hz), 7.14(2H, d, J=8.8Hz) 
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Dat 




127 


1 


Me 

Me 


mp.: 101-1 03°C 


IZo 


i 
i 


Me 

N- N ^ 0 


mp.: 184-186 C 


129 


1 


Me 0 

// 5 IN T. 1^ 
P 3 C Me 


mp.: 148-149°C 

NMR: 2.86(3H,s), 4.03(3H, s), 6.97-6.98 
H,brs) 


130 


21 


N ° ^Cl 


mp.:135-138^C 


131 


25 




mp.:136-137*t 

NMR: 3.35(3H, s), 3.96(3H, s), 6.55(1H, 
d, J=3.9Hz), 7.03(1H, s), 7.31(1H, 
d, J=3.9Hz), 7.46(2H, d, J=8.7Hz), 
7.55(2H, d, J=8.3Hz) 










) — 














132 


25 




jBpn97-195t " 




133 


25 




mp.. i*tu w 

Anal calcd. for C13H10F3N5OS2. O.25H2O 
: C, 41.32; H, 2.80; N, 18.53; S, 1 
6.97; F, 15.08. 

found: C, 41.59; H, 2.59; N, 18.52; 
S, 16.68; F, 15.24. 


134 


25 


Me _ o 
F 3 C H ^Cl 


mp.: 166-168^C 

NMR: 4.03(3H, s), 6.93(1H, s), 7.01(1H, 
d, J=4.4Hz), 7.33(IH, d, J=3.9Hz), 
7.67(2H, d, J=8.3Hz), 8.05(2H, d, 
J=8.8Hz), 11.92(1H, s) 
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mp.:187-188^C 

NMR(CDC13): 3. 93(3H,s) , ^56(1HA 7 
42-7.45(2H,m), 7.48-7.5 1(2H,4 " 
5-7.79(2H,m), 7.82-7.86(2H,m), 7.91 

( lH,brs) — 

s ^ 7 4K1H, d, J=7.3Hz), 7.56(1H, 
7Q0-7.92(ia m), 10-9K1H, brs) 



m/z:368(FAB, M + +l) 
NMR:2.82(3H, s), 3.94(3H, s) 6- 1(1*1 
s), 7.61-7.65(2H, m), 7.82-7.86(2H, 
m), 10.93(1H, brs) 
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mm 

(CRACC) 

©-X-0-Y-0 (,) 

<**0>B#tt.KT«!>**fcjR*. 

X^:S-NR 1 -CR2 R 3- XttS _ CR 4 R 5_ NR 6_ 7? _ 3n5a _ 

R*. R 6 =H. oh. «« r ** A . Mr***-o-x«««rU*-c 



fcoTtf*y (=0) a&^t*, 

[ft 2] 



n 



i 



10-3090637 



9-279093 



Y:#H£, O, S, CO, CS, S0 2 XSSO, 
Xtt, BfcYfcDff-#i:fc»j5$ 




2 
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mm 



[ft£Xft£;ft] 
[ft«AJ 

iranA] 
[ftmxttjgmi 

[ft*Xtt£fM 
[ftSA] 



000006677 

*RA 

100089200 

*£fPfi«K/KS3R 1 T 1 1 # 8 ^ Oj£rt$g|g|fc 
100098501 

3fc£iU«SB/.hS$R 1-1-8 ihZfamMffi&,£ 
100109357 
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m i a i i * ^ 



ItM** COO 0 0 0 6 6 7 7] 

1. ^H^BH 199 0# 8 J! 1 00 

ft m *£#**£0#«** 2TS3 * 1 1 
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